We claim: 



1 . A method of treating or inhibiting the growth of cancerous tumour cells and 
associated diseases in a mammal in need thereof which comprises 
administering to said mammal an effective amount of a substituted 
triazolopyrimidine derivative or a pharmaceuticaliy acceptable salt thereof. 

2. The method according to Claim 1 wherein the substituted 
triazolopyrimidine derivative is a compound selected from those of the 
formula: 



R 1 




(0 



wherein: 

R 1 is selected from the group consisting of halogen, an optionally substituted 
alkyl of 1 to 12 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, alkoxy of 1 to 12 carbon 
atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, -CN, hydroxy, 
halogen, carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, 
heterocyclyl, optionally substituted bicycloalkyl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyi of 3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced by -O-, -S-, or-NR' where R' is H or an alkyl group of 1 
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to 12 carbon atoms, thiophene, optionally substituted cycloalkenyl of 5 to 10 
carbon atoms in which one -CH 2 - may also be replaced by -0-, -S-, or 
-NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 
or 14 carbon atoms, -S-alkyl of 1 to 12 carbon atoms, -S-cycloalkyl of 3 to 8 
carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, -S0 2 aryl of 6, 10 or 14 
carbon atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, -S0 2 alkyl of 1 to 12 
carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms, and the moiety -NR a R b ; 

R a is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 
2 to 12 carbon atoms,optionally substituted alkadienyl of 4 to 12 carbon 
atoms, optionally substituted cycloalkyl of 3 to 8 carbon atoms, in which one 
-CH 2 - may also be replaced by -O-, -S-, or -NR' where R' is H or an alkyl 
group of 1 to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 
carbon atoms, in which one -CH 2 - may also be replaced by -0-, -S-, or -NR 5 
where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally substituted 
bicycloaikyl of 5 to 10 carbon atoms, optionally substituted tricycloalkyl, 
haloalkyl of 1 to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, 
heterocyclyl, benzyl, optionally substituted benzyl, cycloalkyl of 3 to 8 carbon 
atoms or a 3- to 6-membered heterocyclyl ring, optionally ortho-fused with an 
optionally substituted phenyl ring ; 

R b is H, an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 2 
to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, 
optionally substituted aryl of 6, 10 or 14 carbon atoms, optionally substituted 
bicycloaikyl of 5 to 10 carbon atoms, optionally substituted cycloalkyl of 3 to 
10 carbon atoms in which one -CH 2 - may also be replaced by -O-, -S-, or 
-NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally 
substituted cycloalkenyl of 5 to 10 carbon atoms in which one -CH 2 - may also 
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be replaced by -0-, -S-, or-NR' where R' is H or an alkyl group of 1 to 12 
carbon atoms, -S-aryl of 6, 10 or 14 carbon atoms, -S-alkyl, -S-alkenyl, 
-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl, -S0 2 alkyl, -O-aryl of 6, 
10 or 14 carbon atoms, heterocyclyl, benzyl, optionally substituted benzyl, 
5 cycloalkyl of 3 to 8 carbon atoms or a 3- to 6-membered heterocyclyl ring, 
optionally ortho-fused with an optionally substituted phenyl ring ; 

R a R b together with the nitrogen atom to which each is attached represent an 
optionally substituted saturated or unsaturated heterocyclyl ring from 3 to 12 
10 ring atoms in which optionally, at least one -CH 2 - may optionally be 

replaced by -O-, -S-, or -NR where R is H or an alkyl group of 1 to 12 carbon 
atoms, said saturated or unsaturated heterocyclyl ring may optionally be aryl 
or cycloalkyl fused; 

15 R 2 is H, optionally substituted alkyl of 1 to 12 carbon atoms, amino, hydroxy, 
alkylthio of 1 to 12 carbon atoms, cyano, carbamoyl, optionally substituted 
alkoxy of 1 to 12 carbon atoms, optionally substituted cycloalkyl of 3 to 8 
carbon atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, 
carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, aryloxy, benzyloxy, thienyl, 

20 heterocyclyl or halogen; 



R 3 is H, halogen, alkyl of 1 to 12 carbon atoms, alkoxy of 1 to 12 carbon 
atoms, aryloxy, -NR c R d , benzyloxy, aralkyloxy, haloalkoxy of 1 to 12 carbon 
atoms, alkylthio of 1 to 12 carbon atoms, heterocyclyl, aryl, hydroxy, 
25 carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, cyano, amino, 
alkylamino of 1 to 12 carbon atoms, dialkylamino of 1 to 12 carbon atoms, or 
-N 3 ; 



R c is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
30 of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
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substituted aikadienyl of 4 to 12 carbon atoms, optionally substituted 
cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also be 
replaced by-O-, -S-, or-NR where R is H or an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 
5 one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or an 
alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 

10 R d is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyi of 2 to 12 carbon atoms, optionally 
substituted aikadienyl of 4 to 12 carbon atoms, optionally substituted 
cycloalkyl of 3 to 10 carbon atoms, in which one ~CH 2 - may also be 

15 replaced by -O-, -S-, or -NR where R is H or an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 
one -CH 2 - may also be replaced by -0-, -S-, or -NR where R is H or an 
alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 

20 substituted benzyl, or heterocyclyl; 

R°R d together with the nitrogen atom to which each is attached represent an 
optionally substituted heterocyclyl ring from 3 to 8 ring atoms optionally 
substituted in which one -CH 2 - may also be replaced by -0-, -S-, or -NR' 
25 where R' is H or alkyl of 1 to 1 2 carbon atoms; 

R 4 is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkoxy of 1 to 12 carbon atoms, amino, alkyl amino of 1 to 12 
carbon atoms, dialkylamino of 1 to 12 carbon atoms, alkylthio of 1 to 12 
30 carbon atoms, halogen, cyano, carboxy, alkoxycarbonyl of 2 to 12 carbon 
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atoms, heterocyclyl, halogen, carbamoyl, optionally substituted aryl of 6, 10 or 
14 carbon atoms, or -CF 3 ; 

provided that when: a) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethylphenyl, 3,4-dichlorophenyl, 4-chlorophenyl, 3-chloro-4- 
5 methoxyphenyl; b) R 1 is diethylamino, R 3 is bromo, R 4 is hydrogen, R 2 is not 
4-trifluoromethylphenyl; c) R 1 is isopropylamino, R 3 is chloro, R 4 is hydrogen, 
R 2 is not 2-benzyloxyphenyl or 3,4,5-trimethoxyphenyl; d) R 1 is 
cyclopentylamino, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl, 2-napthyl or 2-stilbene; e) R 1 is 2-amino- 

10 bicyclo(2.2.1.)heptyl, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl and f) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethyiphenyl and g) R 1 is 1 ,1 ,1-trifluoroethoxy, R 3 is chloro, R 4 
is hydrogen, R 2 is not 2-chloro-6-fluorophenyl h) R 1 is -S0 2 ethyl or 
-S02cycIopentyl, R 3 is chloro, R 4 is hydrogen, R 2 is not 2-chloro-6- 

15 fluorophenyl; i) R 4 is hydrogen, R 2 is 2-chloro-6-fluorophenyl, R 1 and R 3 are 
not 1 ,2,4-triazole; j) R 1 is cyclohexyl, R 4 is hydrogen, R 2 is 2,4,6- 
trifluorophenyl, and R 3 is not -OCH 2 02C(CH 3 )3 ; k) R 1 is 2-thienyl, R 4 

is ethyl, R 3 is hydrogen and R 2 is not 2-methoxyphenyl, 4-methoxyphenyl, and 
4-trifluorophenyl; I) R 2 is phenyl, R 3 is chloro, R 4 is hydrogen R 1 is not 

20 (2 E )-3 , 7-d i m et hy I -2 , 6-octad ie ny I 

or a pharmaceuticaily acceptable salt thereof. 

3. The method according to claim 2 wherein 

R 1 is selected from the group consisting of an optionally substituted alkyl of 1 
25 to 12 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon atoms, 
optionally substituted alkynyl of 2 to 12 carbon atoms, optionally substituted 
alkadienyl of 4 to 12 carbon atoms, optionally substituted aryl of 6, 10 or 14 
carbon atoms, optionally substituted bicycloalkyl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 
30 may also be replaced by -0-, -S-, or -NR' where R' is H or an alkyl group of 1 
to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 carbon 



atoms in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' where 
R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 or 14 carbon 
atoms, -S-alkyi of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, 
-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, 
-S0 2 a!kyl of 1 to 12 carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms, and 
the moiety -NR a R b or a pharmaceutically acceptable salt thereof is 
administered. 

4. The method according to claim 2 wherein R a and R b each independently 
represent the moiety -C*H(R e )(R f ) where R e and R f independently represent 
an optionally halo-substituted alkyl group of 1 to 12 carbon atoms where C* 
represents the (R) or (S) isomer or a pharmaceutically acceptable salt thereof 
is administered. 

5. The method according to claim 2 wherein R 2 is optionally substituted aryl of 

6. 10 or 14 carbon atoms, aryloxy, thienyl, benzyloxy, heterocyclyl or halogen 
or a pharmaceutically acceptable salt thereof is administered. 

6. The method according to claim 2 wherein R 3 is halogen, alkyl of 1 to 12 
carbon atoms, alkoxy of 1 to 12 carbon atoms, aryloxy, -NR c R d , benzyloxy, 
aralkyloxy, haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 to 12 carbon 
atoms, hydroxy, cyano, amino, alkylamino of 1 to 12 carbon atoms, 
dialkylamino of 1 to 12 carbon atoms, or -N 3 or a pharmaceutically acceptable 
salt thereof is administered. 

7. The method according to claim 2 wherein R 4 is H, optionally substituted 
alkyl of 1 to 12 carbon atoms, optionally substituted alkoxy of 1 to 12 carbon 
atoms, amino, alkyl amino of 1 to 12 carbon atoms, dialkylamino of 1 to 12 
carbon atoms, -CF 3 or a pharmaceutically acceptable salt thereof is 
administered. 
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8. The method according to claim 2 wherein R 1 is selected from the group 
consisting of an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 2 
to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, 

5 optionally substituted aryl of 6, 10 or 14 carbon atoms, optionally substituted 
bicycloalkyl of 5 to 10 carbon atoms, optionally substituted cycloalkyl of 3 to 8 
carbon atoms in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' 
where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally substituted 
cycloalkenyl of 5 to 10 carbon atoms in which one -CH2- may also be 

10 replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 to 12 

carbon atoms, -S-aryl of 6, 10 or 14 carbon atoms, -S-alkyl of 1 to 12 carbon 
atoms, -S-alkenyl of 2 to 12 carbon atoms, -S0 2 aryl of 6, 10 or 14 carbon 
atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, -S0 2 alkyl of 1 to 12 carbon 
atoms, -O-aryl of 6, 10 or 14 carbon atoms, and the moiety -NR a R b wherein 

15 R a R b are optionally taken together with the nitrogen to which each is attached 
or a pharmaceutically acceptable salt thereof is administered. 

9. The method according to claim 2 wherein R 2 is optionally substituted aryl 
of 6, 10 or 14 carbon atoms or heterocyclyl or a pharmaceutically acceptable 

20 salt thereof is administered. 

10. The method according to claim 2 wherein R 3 is halogen, alkoxy of 1 to 12 
carbon atoms, -NR°R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 to 
12 carbon atoms, cyano, amino, alkylamino of 1 to 12 carbon atoms, 

25 dialkyiamino of 1 to 1 2 carbon atoms, or -N 3 or a pharmaceutically acceptable 
salt thereof is administered. 

1 1 . The method according to claim 2 wherein R 4 is H, optionally substituted 
alkyl of 1 to 12 carbon atoms, amino, alkyl amino of 1 to 12 carbon atoms, 

30 dialkyiamino of 1 to 12 carbon atoms, -CF 3 or a pharmaceutically acceptable 
salt thereof is administered. 
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12. The method according to claim 2 wherein R 1 is selected from the group 
consisting of an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - may also be 

5 replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 to 12 

carbon atoms, optionally substituted cycloalkenyl of 5 to 10 carbon atoms in 
which one -CH 2 - may also be replaced by -O-, -S-, or-NR' where R' is H or 
an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 or 14 carbon 
atoms,-S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon 

10 atoms,-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl of 5 to 10 carbon 
atoms, -S0 2 alkyl of 1 to 12 carbon atoms, and the moiety -NR a R b wherein 
R a R b are optionally taken together with the nitrogen to which each is attached 
or a pharmaceutically acceptable salt thereof is administered. 

15 13. The method according to claim 2 wherein R 2 is optionally substituted aryl 
of 6, 10 or 14 carbon atoms or a pharmaceutically acceptable salt thereof is 
administered. 

14. The method according to claim 2 wherein R 3 is halogen, alkoxy of 1 to 12 
20 carbon atoms, -NR°R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 to 

12 carbon atoms, cyano, or -N 3 or a pharmaceutically acceptable salt thereof 
is administered. 

15. The method according to claim 2 wherein R 4 is H or a pharmaceutically 
25 acceptable salt thereof is administered. 

16. The method according to claim 2 wherein R 1 is selected from the group 
consisting of an optionally substituted cycloalkyl of 3 to 8 carbon atoms in 
which one -CH 2 - may also be replaced by -O-, -S-, or -NR' where R' is H or 

30 an alkyl group of 1 to 12 carbon atoms, optionally substituted cycloalkenyl of 
5 to 10 carbon atoms in which one -CH 2 - may also be replaced by -O-, -S-, 
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or -NR' where R' is H or an alky! group of 1 to 12 carbon atoms, -S-aryl of 6, 
10 or 14 carbon atoms, -S-alkyl of 1 to 12 carbon atoms, -S-aikenyi of 2 to 12 
carbon atoms, -S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl of 3 to 8 
carbon atoms, -S0 2 alkyi of 1 to 12 carbon atoms, and the moiety -NR a R b 
5 wherein R a R b are optionally taken together with the nitrogen to which each is 
attached; R 2 is optionally substituted phenyl; R 3 is halogen, alkoxy of 1 to 12 
carbon atoms, -NR c R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 to 
12 carbon atoms, cyano, or -N 3 ; R 4 is H or a pharmaceutical acceptable salt 
thereof is administered. 

10 

17. The method according to claim 2 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 
attached; R 2 is optionally substituted phenyl; R 3 is halogen, alkoxy of 1 to 12 
carbon atoms, -NR°R d , haloaikoxy of 1 to 12 carbon atoms, alkylthio of 1 to 

15 12 carbon atoms, cyano, or -N 3 ; R 4 is H or a pharmaceutical^ acceptable salt 
thereof is administered. 

18. The method according to claim 2 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 

20 attached; 

R 2 is optionally substituted phenyl; 

R 3 is halogen, alkoxy, -NR c R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio 
of 1 to 12 carbon atoms, cyano, or -N 3 ; 
R 4 is H; 

25 R a is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 

substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkadienyl 
of 4 to 12 carbon atoms, optionally substituted cycioalkyl of 3 to 8 carbon 
atoms, in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' where 
R' is H or an alkyl group of 1 to 12 carbon atoms, optionally substituted 

30 cycloalkenyl of 5 to 10 carbon atoms, in which one -CH 2 - may also be 
replaced by-O-, -S-, or-NR' where R' is H or an alkyl group of 1 to 12 
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carbon atoms, haloalkyl of 1 to 10 carbon atoms, aryl of 6, 10 or 14 carbon 
atoms, heterocyclyi, benzyl, optionally substituted benzyl; R b is H, an 
optionally substituted alkyl of 1 to 12 carbon atoms, optionally substituted 
aikenyl of 2 to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 
carbon atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced by -0-, -S-, or -NR' where R* is H or an alkyl group of 1 
to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 carbon 
atoms in which one -CH 2 - may also be replaced by -O-, -S-, or-NR' where 
R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 or 14 carbon 
atoms, -S-aikyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, 
-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl of 3 to8 carbon atoms, 
-S0 2 alkyl of 1 to 12 carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms; 
R a R b together with the nitrogen atom to which each is attached represent an 
optionally substituted saturated or unsaturated heterocyclyi ring from 3 to 12 
ring atoms in which optionally, at least one -CH 2 - may also be replaced by 
-O-, -S-, or -NR where R is H or an alkyl group of 2 to 12 carbon atoms, said 
saturated or unsaturated heterocyclyi ring may optionally be aryl or cycloalkyl 
fused; 

R° is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted aikenyl of 2 to 12 carbon 
atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, optionally 
substituted cycloalkyl of 3 to 8 carbon atoms, in which one -CH 2 - may also 
be replaced by -O-, -S-, or -NR where R is H or an alkyl group of 1 to 12 
carbon atoms optionally substituted cycloalkenyl of 5 to 1 0 carbon atoms, in 
which one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or 
an alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 
to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyi; 
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R d is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, optionally 
substituted cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also 

5 be replaced by -O-, -S-, or -NR where R is H or an alkyl group of 1 to 12 
carbon atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in 
which one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or 
an alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 
to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 

10 substituted benzyl, heterocyclyl; 

R c R d together with the nitrogen atom to which each is attached represent an 
optionally substituted heterocyclyl ring from 3 to 8 ring atoms optionally 
substituted in which one -CH 2 - may also be replaced by -0-, -S-, or -NR' 
where R' is H or alkyl of 2 to 20 carbon atoms or a pharmaceutically 

15 acceptable salt thereof is administered. 

19. The method according to claim 2 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 
attached; 

20 

R 2 is selected from 
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5 R 3 is halogen, alkoxy, -NR c R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio 
of 1 to12 carbon atoms, cyano, or -N 3 ; 

R 4 is H or a pharmaceutically acceptable salt thereof is administered. 

20. The method according to claim 2 wherein R 1 is the moiety -NR a R b 
10 wherein R a R b are optionally taken together with the nitrogen to which each is 
attached and wherein R 1 is selected from 
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R 2 is optionally substituted phenyl; 

R 3 is halogen, alkoxy of 1 to 12 carbon atoms, -NR c R d , haloalkoxy of 1 to 12 
carbon atoms, aikylthio of 1 to 12 carbon atoms, cyano, or -N 3 ; 
R 4 is H or a pharmaceutical^ acceptable salt thereof is administered. 

21 . The method according to claim 2 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 
attached and wherein R 1 is selected from 
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R 2 is optionally substituted thienyl; 

R 3 is halogen, alkoxy of 1 to 12 carbon atoms, -NR c R d , haloalkoxy of 1 to 12 
carbon atoms, alkylthio of 1 to 12 carbon atoms, cyano, or -N 3 ; 
R 4 is H or a pharmaceutically acceptable salt thereof is administered. 

22. The method according to claim 2 wherein said compound selected from: 

7-(1-azepanyl)-5-chloro-6-phenyl[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-6-(2,6-difluorophenyl)-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(4-methoxyphenyl)-7-(1-piperidinyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-6-(2-chioro-6-fluorophenyl)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1 -azepanyl)-5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(2-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(4-thiomorpholinyl)[1 J 2,4]triazolo[1,5- 
a]pyrimidine; 

methyl [[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yi](methyl)amino]acetate; 
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5-chloro-6-(2-chioro-6-fluorophenyl)-N-(1 ,1 ,3,3- 
tetramethylbutyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-(1-azepanyl)-5-chloro-6-(4-methoxyphenyl)[1 ,2,4]triazolo[1,5-a]pyrimidine; 

7-(1 -azepanyl)-6-(4-bromophenyl)-5-chioro[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5- chloro-7-(1 -piperidinyl)-6-[2-(trifluoromethyl)phenyl][1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

6- (4-tert-butylphenyl)-5-chloro-7-(4-methyl-1-piperidinyl)[1,2,4]triazolo[1,5- 
ajpyrimidine; 

5-chloro-6-(4-methoxyphenyl)-7-(4-methyi-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

5- chloro-6-(4-methoxyphenyl)-7-(3-methyi-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

6- (4-bromophenyl)-5-chloro-7-(3-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
alpyrimidine; 

5-chloro-6-(3,4-difluorophenyl)-7-(4-methyl-1 -piperidinyi)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2,6-dichiorophenyl)-7-(2-methyl-1 -pyrro!idinyl)[1 ,2,4]triazoio[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chiorophenyt)-7-(2-methyl-1 -pyrrolidinyl)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 
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7-(1 -azepanyI)-5-chIoro-6-(3-chloro-4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(3-chloro-4-methoxyphenyl)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5- ch[oro-6-(3-chloro-4-methoxyphenyl)-7-(2-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

6- (4-tert-butylphenyl)-5-chloro-7-(2-methyl-1 -piperidinyl)[1 ,2,4]triazoio[1 ,5- 
a]pyrimidine; 

5-chloro-7-(2-methyl-1-piperidinyl)-6-[3- 
(trifluoromethyl)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

Diethyl 2-[6-(2,6-difluorophenyl)-5-ethoxy[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yljmalonate; 

7- (azepanyl)-5-chloro-6-{2-chloro-6-nitrophenyl}[1,2,4}triazolo[1,5- 
ajpyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-ethyl-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(2,2,2- trifluoroethyl)[1 ,2,4]triazoio[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-ch!oro-6-fluorophenyl)-N-[(2,2-dichlorocyclopropyl)methyl]-N- 
methyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



1 -[5-chloro-6-(2-chioro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl]-3- 
piperidinol; 
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N-bicyclo[2.2.1]hept-2-y[-5-chIoro-6-(3-chloro-4- 
methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,5-difluorophenyl)-N-dodecyl[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-7-(4-methyl-1-piperidinyl)-6-(2,3,6- trifluorophenyl)t1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

N-[5-ch!oro-6-{2,3,6-trifluorophenyl)[1,2,4]triazoio[1,5-a]pyrimidin-7-yl]-N- 
isopropyiamine; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(2,3,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

N-allyl-5-chloro-6-(2-chloro-6-fluorophenyl)-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-amine; 

5-chloro-6-(3-chloro-4-methoxyphenyl)-N-cycloheptyl[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(3-chloro-4-methoxyphenyl)-7-(3,3-dimethyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-N-(3-chloropropyl)-N-methyl-6-(2,3,6- 
trifiuorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



7-(1 -azocanyl)-5-chloro-6-(2,3,6-trifluorophenyl)[1 ,2,4]triazoio[1 ,5- 
a]pyrimidine; 
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5-chloro-6-(2,6-difluorophenyl)-7-(3,6-dihydro-1(2H)- 
pyridinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1 -azocanyl)-5-chloro-6-(2,6-difluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine 

5-methoxy-6-(2-ch[oro-6-fluorophenyl)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

[5-ch!oro-6-(2-chloro-6-fIuorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
yl] methanol; 

1-[5-chloro-6-(2,6-difiuorophenyl)[1,2 ) 4]triazolo[1,5-a]pyrimidin-7-yl]-4- 
piperidinol; 

5-chloro-7-(4-chloro-1 -piperidinyl)-6-(2,6-difluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-(4-th!omorpholinyl)-6-(2,3,6-trif!uorophenyl)[1,2,4]triazoio[1,5- 
ajpyrimidine; 

5-chloro-6-(2,6-difiuorophenyl)-7-(2,4-dimethyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(4-methyl-1-piperidinyl)-5-amino-6-(2-chloro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chIoro-6-(2,6-difluorophenyl)-7-(2,5-dihydro-1H-pyrro!-1- 
yl)[1 ,2,4]triazoio[1 ,5-a]pyrimidine; 
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5-chloro-6-(2-chioro-6-fluorophenyl)-7-(2 J 5-dimethyl-2,5-dihydro-1H-pyrrol-1- 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyI)-7-(2-ethyl-1H-imidazol-1- 
yi)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(4-bromo-1-piperidinyl)-5-chloro-6-{2-chloro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5- chloro-6-(2-methylphenyl)-7-(4-thiomorpholinyf)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

6- (2-bromophenyl)-N-(sec-butyl)-5-chloro[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-N-ethyI-6-(4-methoxyphenyl)-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5- a]pyrimidin-7-amine; 

S-chloro-e^-methoxyphenyl^^-thiomorphoiinyOtl^^jtriazoloII.S- 
a]pyrimidine; 

5-chloro-7-(4-chloro-1-piperidinyl)-6-[2- 
(trifluoromethyl)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-(trifluoromethyl)-1- 
piperidinyl][1 ,2,4]triazo!o[1 ,5-a]pyrimidine; 

7- (4-bromo-1 -piperidinyl)-5-chloro-6-(2,6-difluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 
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7-(4-bromo-1 -piperidinyl)-5-chloro-6-(2-chIorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-isopropyl-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- a]pyrimidin-7- 
amine; 

5-chloro-7-(4-thiomorpholinyl)-6-(2,4 ) 6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

7-(1 -azepanyl)-5-chloro-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chioro-6-(2-chloro-6-fluorophenyl)-7-[2-(1-pyrrolidinyl)-1-cyclopenten-1- 
yl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-7-(4-isopropyl-1 -piperidinyl)-6-(4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-(2,4-dimethyl-1 -piperidinyl)-6-(4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-[ethyl(2-methyl-2-propenyl)amino]-6-{4- 
nitrophenyl}[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1 -azepanyl)-5-chloro-6-{4-nitrophenyl}[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

N-bicyclo^^.llhept^-yl-S-chloro-e^^.e-trifluorophenyiXl^^ltriazoiofl.S- 
a]pyrimidin-7-amine; 
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5-chloro-6-(2,6-difluorophenyl)-N-(2,2,2-trifluoroethyi)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chlorophenyl)-N-(2 ) 2,2-trifluoroethyl)[1 ,2,4]triazolo[1 ,5- 
a3pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fIuorobenzyl)-7-tetrahydro-2-furanyl[1,2,4]triazolo[1,5- 
a]pyrimidine; 

/-(allylsulfanyO-S-chloro-e^-chloro-e-fluorophenyOII^^JtriazoioJI.S- 
a]pyrimidine; 

5-chloro-N-ethyl-6-mesityl-N-(2-methyl-2-propenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-ch!oro-N-ethyl-6-(2-methoxyphenyi)-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a3pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fiuorophenyi)-N-hexyl[1,2,4]triazolo[1 ,5-a]pyrimidin-7- 
amine; 

5-chloro-7-(4-methyl-1-piperidinyi)-6-[4- 
(methylsulfanyl)phenylj[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-[4- 
(methylsulfanyl)phenyl][1,2,4]triazolo[1,5-a]pyrimidin-7-amine; 

N-(sec-butyl)-5-chloro-6-[4-(methylsulfanyl)phenyi][1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 
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5-chloro-6^4-(methylsulfanyl)phenyI]-7-{4-thiomorpholinyl)[1,2 ! 4]triazolo[1 J 5- 
a]pyrimidine; 

5-chloro-6-[2,6-dich]oro-4-(trifluoromethyl)phenyl]-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1-azepanyl)-5-chioro-6-[2,6-dichloro-4- 
(trifluoromethyl)phenyl][1 ,2 r 4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[(2,2,2- 
trifluoroethyl)sulfanyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-ch!oro-6-(2-chloro-6-fluorophenyl)-7-(4,4-dimethyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-[2,6-dichloro-4-(trifiuoromethyl)phenyl]-N-ethyl-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-[2,6-dichloro-4-(trifluoromethyl)phenyl]-7-(4- 
thiomorpholinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-{3,5-difluorophenyl)-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(isopropylsulfanyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-chioro-6-f!uorophenyl)-7-tetrahydro-2-furanyl[1,2,4]triazolo[1,5- 
ajpyrimidine; 

4-[5-chloro-7-(4-methyI-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-6-yl]aniline; 
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N44-[5-chloro-7-(4-methyl-1-piperidinyl)[1,2,4]triazolo[1,5-a]pyrimidin-6- 
yl]phenyl}acetamide; 

[5-chloro-6-(2-chloro-6-fluoropheny!)[1 l 2,4]triazolo[1,5-a]pyrirnidin-7-yl]methyl 
5 acetate; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(chloromethyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

10 diethyl 2-[6-(2-chloro-6-f)uorophenyl)-7-(4-methyi-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-5-yl]maIonate; 

7-(1 -azepanyImethyl)-5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

15 

N-allyl-5-chloro-6-(2-chloro-6-fluorophenyl)-N-hexyl[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-7-(4-methyl-1-piperidinyl)-6-[4- 
20 (trifluoromethoxy)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chioro-7-(4-methyl-1-piperidinyl)-6-(4-phenoxyphenyl)[1,2,4]triazolo[1 ) 5- 
a]pyrimidine; 

5-chloro-6-(2-ch[oro-6-fIuorophenyl)-N-(cyclopropy(methyl)-N- 
25 propyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-7-(2-methyl-1 -piperidinyl)-6-(4-phenoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

30 5-chloro-6-{2-chloro-4-nitrophenyl}-7-(4-methyl-1 - 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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5- chloro-6-(4-ch!oro-2,3,5,6-tetrafluorophenyl)-N- 
cyclopentyi[1 ,2,4]triazoIo[1 ,5-a]pyrimidin-7-amine; 

5 4-[5-chloro-2-methyl-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 

6- yl]-N,N-dimethylaniline; 

6-(2-chloro-6-fluorophenyl)-5-methyl-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

10 

5-chloro-6-(2-ch!oro-6-fluorophenyl)-7-[2-(1 -pyrrolidinyl)-1 -cyclohexen-1 - 
yl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(methoxymethyl)[1,2,4]triazolo[1,5- 
15 a]pyrimidine; 

5-chloro-6-{2-chioro-4-nitrophenyl}-7-[ethyl(2-methyi-2- 
propenyl)amino][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

20 5-bromo-6-(2-chloro-6-fluorophenyl)-7-(isopropylsulfanyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-N-cyclopentyl-6-(4-ethoxy-2,3,5 I 6- 
tetrafluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

25 

5-chloro-N-methyl-N-(2-methyl-2-propeny!)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

4-bromo-1 -[5-chloro-6-(2-chloro-6-fluorophenyl)[1 1 2,4]triazolo[1 ,5-a]pyrimidin- 
30 7-yl]butyl acetate; 
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diethyl 2-allyl-2-{[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-yl]oxy}malonate; 

6-(2-chloro-6-fluorophenyl)-N-ethyl-5-methyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 7- 
5 amine; 

N-butyl-5-chloro-N-ethyl-6-(2 > 3 > 4 ) 5,6-pentafluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

10 6-(2-chloro-6-fluorophenyl)-5-(difluoromethoxy)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chioro-6-fluorophenyl)-7-[(4- 
chlorophenyl)sulfanyl][1 ,2,4]triazo!o[1 ,5-a]pyrimidine; 

15 

5-chloro-6-(2-chioro-6-fluorophenyl)-7-[(2- 
methoxyphenyI)sulfanyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chioro-6-fluorophenyl)-N-(1,2,2- 
20 trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

S-chloro-e^.S^.S.e-pentafluorophenyO-N-CI^^- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

25 5-chloro-6-(2,4,6-trifIuorophenyl)-N-(1 ,2,2-trimethyipropy!)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(4-fiuorophenyi)-N-(1 ,2,2- trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

30 
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5,7-bis(4-methyl-1 -piperidinyl)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-methylphenyl)-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5- chloro-6-(2,4,5-trifluorophenyl)-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

6- (2-bromophenyi)-5-chloro-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-N-isobutyl-N-(2,2 ) 2-trifluoroethyl)-6-(2,4 > 6- 
trifluorophenyi)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-isobutyl-6-(2-methyl phenyl )-N-(2 ,2 ,2- 
trifiuoroethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluorophenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-(2,2,2-trifluoro-1-methylethyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7-amine; 

N-allyI-5-chloro-N-isobuty]-6-(2,4,6-trifiuorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 



5-chloro-N-(1 ,2-dimethy!propyl)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-N-isopropy[-N-methyl-6-(2 ) 4,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-N-isopropyl-N-(2,2,2-trifluoroethyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-butyl-5-chloro-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-N-(1 -phenylethyl)-6-(2,4,6-trifluoropheny!)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chlorophenyl)-N-(2,2,2-trifluoro-1 -methylethyl)[1 ,2,43triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-N-ethyl-N-isobutyl-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-hexyl[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-6-(2-methylpheny!)-N,N-bis(2,2,2-trifluoroethyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-ch loro-N-cyclopentyl-N-methyl-6-(2 ,3,4 ,5,6- 
pentafluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-butyl-5-chloro-6-(2,6-difluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



5-chloro-N-(1,2-dimethylpropyl)-N-methy!-6-(2,3,4,5,6- 
pentafluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-phenyl[1,2,4]triazoSo[1,5-a]pyrimidine; 

5 

5-chioro-6-(2-chloro-6~f!uorophenyl)-7-(2-methylpropanyl)[1 ,2,4]triazolo[1,5- 
ajpyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-pentyl[1,2,4]triazolo[1,5-a]pyrimidine; 

10 

5-chloro-N-(1 l 2-dimethylpropyl)-N-methyl-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-cyclohexyl[1,2,4]triazolo[1,5- 
15 a]pyrimidine; 

5-chloro-6-{2-bromo-5-chlorophenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

20 5-chloro-6-(2-chloro-6-fluorophenyl)-7-(3,3,3-trifluoropropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chioro-6-fluorophenyl)-7-(3-methylphenyi)[1,2,4]triazoio[1,5- 
a]pyrimidine; 

25 

[5-chloro-6-(2,4,6-trifluorophenyl)-[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl]-(1 -p- 
tolyl-ethyl)-amine; 

5-chloro-6-(2,4,6-trif!uoro-phenyl)-7-cyclohexyl[1,2,4]triazolo[1,5-a]pyrimidine; 
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5-chloro-7-cyclohexyl-6-(2,3,4,5,6-pentafluoropheny!)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(4,4-difluoro-1- 
5 piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(bicyclo[2.2.1]hept-2-ylamino)-5-ch!oro-6-{2-fluoro-4- 
nitrophenyl}[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

10 5-chloro-6-{2-fluoro-4-nitrophenyl}-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-(methylsulfanyl)-6-(2-chloro-6-fluorophenyl)-7-cyclohexyl[1,2,4]triazolo[1,5- 
a]pyrimidine; 

15 

[5-chloro-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl] (2,2,2- 
trifluoro-1 -phenylethyl)-amine; 

5-chloro-N-[1-(trifluoromethyl)propyl]-6-(2,4,6- 
20 trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-bromo-6-(2-chIoro-6-fluorophenyl)-7-cyclohexyl[1,2,4]triazolo[1,5- 
a]pyrimidine; 

25 6-(2-chloro-6-fIuorophenyl)-7-cyclohexyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-5- 
amine; 

[5-chloro-6-(2,4,6-trifluorophenyl)[1,2,43triazolo[1,5-a]pyrimidin-7-yl]-(2- 
methyl-1-trifluoromethyl-propyl)amine; 

30 
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5-chloro-7-(3-cyclohexen-1 -yl)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-(1 -cyclohexen-1 -yl)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazoio[1 ,5- 
ajpyrimidine; 

S-chloro-N-^IR^^^-trifluoro-l-methylethyll-S^^.e- 
trifluorophenyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7-amine; 

5- chloro-N-[(1 R)-2,2,2-trifluoro-1 -methylethyl]-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

6- (2,4-difluorophenyl)-5-chloro-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chIoro-6-(2,6-difluoro-4-methoxyphenyl)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-N-(2,2,2-trifluoro-1- 
methy[ethyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7-amine; 

5-chloro-7-cyclohexyl-6-(2,6-difluoro-4-methoxyphenyl)[1 ,2,4]triazolo[1,5- 
ajpyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-N-[(1S)-2,2,2-trif!uoro-1- 
methyiethyl][1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7- cyclohexyl-6-(2,6-difluoro-4-methoxyphenyl)-5-methoxy[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 



5-chloro-7-(4-fiuorocyclohexyl)-6-(2,4 J 6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2,6-dichloro-4-fluorophenyl)-7-(3,3,3- 
5 trifiuoropropyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7-amine; 

N-(sec-butyI)-5-chloro-6-(2,6-dichloro-4-fluorophenyl)[1,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

1 o 4-{5-chloro-7-[(2,2,2-trifluoro-1 -methylethyl)amino][1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-6-yl}-3,6-difluorophenol; 

5-chloro-7-(3-cyclohexen-1-yi)-6-(2,6-difluoro-4- 
methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

15 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
amine; 

5-chloro-N-cyclopentyl-6-(2,6-difluoro-4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
20 a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difIuoro-4-methoxyphenyi)-7-(3,6-dihydro-1(2H)- 
pyridinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

25 5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(4- 
thiomorpholiny!)[1 ,2,43triazolo[1 ,5-a]pyrimidine; 

7-(1 -azepanyl)-5-chloro-6-(2 r 6-difluoro-4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

30 
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5-chioro-6-(2,6-difluoro-4-methoxyphenyl)-N-(1,2,2- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-N-ethyl-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(4- 
fluorocyciohexyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

e^^-chloro-T-p^^^rifluoro-l-methylethyOaminoltl^^ltriazoloII.S- 
a]pyrimidin-6-yl}-3,5-difluorophenoxy)hexanoic acid; 

2 I 6-difluoro-4-(2-fluoroethoxy)phenyl]-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 .S-alpyrimidM-amine; 

5-chloro-N-isopropyl-642-[(trifluoromethyl)sulfanyl]phenyl}[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-N-[4-(trifluoromethyl)phenyl]-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-(4,4,4-trifluoro-2-methylbutyl)-6-(2 ) 4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(3-methyl-3- 
butenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-isobutyl[1,2,4]triazoio[1,5- 
a]pyrimidine; 



7-cyclopentyl-6-(2,6-difluoro-4-methoxyphenyl)-5-methoxy[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-thienyl)-N-[(1 R)-2,2,2-trifluoro-1-methylethyl[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

4- (5-chloro-7-(2,2,2-trifluoro-1 -methyl-ethylamino)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-6-yi]-3,5-difluoro-phenol; 

{5-chloro-6-[2,6-difluoro-4-(2,2 I 2-trifluoro-ethoxy)-phenyl]-[1,2,4]triazolo[1,5- 
a]pyrimidin-7-yl}-(2,2,2-trifluoro-1-methyI-ethyl)amine; 

5- chloro-6-{2,6-difluoro-4-(methoxypheny!)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

(5-chloro-6-{4-[2-(2-ethoxyethoxy]-ethoxy]-2,6-difluoro- 
phenyl}[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl-)-(2 > 2,2-trifluoro-1 - 
methylethyl)amine; 

(5-chloro-6-{2,6-difluoro-4-[2-(2-methoxy-ethoxy)ethoxy]-pheny!}- 

[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yi-)-(2,2,2-trifluoro-1 -methylethyl)amine; 

5-chloro-6-[2,6-difluoro-4-(3-furan-3-ylmethoxy)phenyl[1,2,4]triazolo[1,5- 
a]pyrimidin-7-yl}-N-(2,2,2-trifluoro-1-methyiethyl)amine; 

5-chloro-6-{2,5-difluoro-4-methoxyphenyl)-N-(1,2,2- 
trimethylpropyI)[1 ,2,4]triazoIo[1 ,5-a]pyrimidin-7-amine; 

7-cyclohexyl-6-[2,6-difluoro-4-(2-methoxyethoxy)phenyl]-5- 
methoxy[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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5-chloro-6-(2-fluoro-4-methoxy-6-chlorophenyI)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-[2,6-difluoro-4-(2-fluoroethoxy)phenyl]-N-ethyl-N-(2-methyI-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

242-(4-{5-chloro-7-[(2,2,2-trifluoro-1-methylethyl)amino][1 J 2,4]triazolo[1,5- 
a]pyrimidin-6-yl}-3,5-difluorophenoxy)ethoxy]ethanol; 

5-chloro-6-(2,3-difluoro-4-methoxyphenyl)-N-(2 J 2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-{4-(2-fluoroethoxy)-2,6-difluorphenyl}-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazo!o[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-(4-chlorobenzyl)-6-(2-chloro-6-fluorophenyi)[1,2 J 4]triazolo[1,5- 
a] py ri m id i n-7-am i n e ; 

5-chloro-6-(2-ch!oro-6-fluorophenyl)-7-[4-(2-pyridinyl)-1- 
piperazinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(1-ethylpentyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-ch!oro-6-(2-chioro-6-fluorophenyl)-7-[4-(2-chlorophenyl)-1- 
piperazinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-(4-methoxyphenyl)-3-methy!-1- 
piperaziny!][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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5-chloro-N-cyclopentyl-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-7-phenoxy-6-(4-methoxy-phenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-N-cyclopentyl-6-(4-methylphenyl)[1,2,4]triazolo[1,5-a]pyrimiciiri-7- 
amine; 

5,7-diphenoxy-6-(4-methoxyphenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-N-cyclopentyl-6-(2-chlorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-N,N-diethyl-6-[4-methoxyphenyl][1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-N,N-diethyl-6-[2,4-dichlorophenyl][1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

N-bicyclo[2.2.1]hept-2-yl-5-chloro-6-(2,4-dichlorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(1,4-dioxa-8-azaspiro[4.5]dec-8- 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-cyano-7-(4-methyl-1-piperidinyl)-6-(2-chloro-5- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-(methylsulfanyl)-7-{4-methyl-1-piperidinyI)-6-(2-chloro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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5-(methylsulfanyl)-7-(4-methyl-1-piperidinyi)-6-(2-chloro-5- 
(methylsulfanyi)phenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-7-(1,4-dioxa-8-azaspiro[4,5]dec-8-yl)-6-(4- 
methoxyphenyl)[1 ,2,4]triazolo[1 ,5-aJpyrimidine; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(4- 
(methylsulfanyl)phenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-amine; 

2-methyl-6,7-di-(4-methoxyphenyl)[1 ,2,4]triazoio[1,5-a]pyrimidine; 

2-methyl-6-phenyl-7-(4-chlorophenyl)[1,2,4]triazolo[1 > 5-a]pyrimidine; 

2-trifluoromethyi-6-phenyl-7-(4-methoxyphenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5,7-diphenoxy-6-(2-methylpropyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

S-chloro-e-fS^-difluorophenyO-N-CisopropyOtl^^triazolotl.S-^pyrimidin^- 
amine; 

5-bromo-6-(4-bromophenyi)-7-dimethylamino[1 ,2,4]triazolo[1,5-a]pyrimidine; 

5-bromo-6-(4-trifluoromethylphenyl)-7-dimethylamino[1,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(3,4-difluorophenyl)-7-dimethylamino[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(44rifluoromethylphenyl)-N-(ethyl)[1,2,4]triazoio[1,5-a]pyrimidin-7- 
amine; 
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7-(1 -azepanyl)-5-chloro-6-(4-tert-butylphenyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidine; 

ethyl {[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yl]amino}acetate; 

diethyl 5-chloro-6-(2,6-difluorophenyl)[1 ,2,4]triazo!o[1 ,5-a]pyrimidin-7- 
malonate; 

5-chloro-6-(2,5-difluorophenyl)-N-(3-methyl-2-butenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

[5-chloro-6-(2-chloro-6-fluorophenyl)41,2,4]triazolo[1,5-a]pyrimidin-7-yl]acetic 
acid methyl ester; 

5-chloro-6-(2,6-difluorophenyl)-7-(2-ethyl-1 H-imidazol-1-yl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

S-chloro-N.N-diethyl-e-^methylsulfanyOphenylltl^^ltriazolotl.S- 
a]pyrimidin-7-amine; 

ethyl [6-(2-chloro-6-fluorophenyl)-7-(4-methyl-1-piperidinyl)- [1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-5-yl]acetate; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(4- 
phenoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

dimethyl 2-[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 
7-yl]malonate; 

diethyl 2-{[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yl]oxy}-2-isobutylmalonate; 
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2-[5-chloro-6-(2-ch(oro-6-fiuorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl]-1 ,3- 
cyclohexanedione; 

2-[5-chloro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
yljcyclohexanone; 

5-chloro-7-(3-nitro-4-methylanilino)-6-(2, 4, 6-trifluorophenyl) 
[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-cyciohexyl-6-[2,6-difluoro-4-(2-methoxyethoxy)phenyl]5-(2- 
methoxyethoxy)[1 ,2,4]triazoio[1 ,5-a]pyrimidine; 

7-(3-bromophenyl)-2-ethyl-6-(4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

7-(3-bromophenyl)-6-(3-chlorophenyl)-2-ethyl[1,2,4]triazolo[1,5-a]pyrimidine; 

7-(4-bromophenyl)-2-ethyl-6-[4-(trifluoromethyl)phenyl][1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(3,4,5- 
trimethoxybenzyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-(2-benzyl-4,5-dihydro-1H-imidazol-1-yl)-5-chloro-6-{2-ch!oro-6- 
fluorophenyl)[1 ,2,4]triazo!o[1 ,5-a]pyrimidine; 

N-4-t5-chloro-6-(2-chloro-6-fluorophenyi)[1,2,4]triazolo[1,5-a3pyrimidin-7-yl- 
N.N-1 -diethyl-1 ,4-pentanediamine; 

5-ch!oro-N-(3-methyl-2-butenyl)-6-phenyl[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 
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5-dimethylamino-6-phenyl-N-cyclopentyl[1,2,4]triazoio[1,5-a]pyrimidin-7- 
amine; 

5- chloro-7-[(2-furylmethyl)sulfanyl]-6-(4-methoxyphenyl)[1,2,4]triazoio[1,5- 
a]pyrimidine; 

6- [1 ,1 '-biphenyl]-4-yl-5-chloro-N-cyclopentyl[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7- 
amine; 

6-[4-(benzyloxy)phenyl]-5-chloro-N-isopropyl[1 ,2,4]triazoIo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-N-[(2,2-dichlorocydopropyI)methyl]-6-(3,4,5- 
trimethoxyphenyI)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

N-cyclopentyl-6-(2-fiuorophenyl)-5-hydrazino[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5- chloro-N-ethyl-6-(2-methyiphenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-amine; 

6- {4-tert-butylphenyl)-5-chloro-N-isopropyl[1 ,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-6-[2,6-difluoro-4-[(3-methy!-2-butenyl)oxy]phenyl]-N-(2,2,2-trifluoro-1- 
methylethyl)-l[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-[2,6-difluoro-4-(1-propenyloxy)phenyl]-N-(2,2,2-trifluoro-1- 
methyfethyl)-l[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-(3-tricyclo[2.2. 1 .O^hepM -yl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazo!o[1 ,5-a]pyrimidin-7-amine; 
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5-azido-7-cyclohexyl-6-(2-fluoro-6-chlorophenyl) [1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 



5-azido-6-[2-chloro-6-fIuorophenyl]-7-(4-methyl-1- 
5 piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

2,5-dichloro-7-(4-methyl-1-piperidinyl)-6-[2-chloro-6- 

fluorophenyl][1,2,4]triazolo[1,5-a]pyrimidine or a pharmaceutically acceptable 
salt thereof is administered. 

10 

23. A method of treating or inhibiting the growth of cancerous tumour cells 
and associated diseases in a mammal in need thereof by interacting with 
tubulin and microtubules and promoting microtubule polymerization which 
comprises administering to said mammal an effective amount of a substituted 

15 triazolopyrimidine derivative or a pharmaceutically acceptable salt thereof. 

24. The method according to Claim 23 wherein the substituted 
triazolopyrimidine derivative is a compound selected from those of the 
formula: 




20 



(I) 
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wherein: 

R 1 is selected from the group consisting of halogen, an optionally substituted 
alkyl of 1 to 12 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
5 substituted alkadienyl of 4 to 12 carbon atoms, alkoxy of 1 to 12 carbon 

atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, -CN, hydroxy, 
halogen, carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, 
heterocyclyl, optionally substituted bicycloalkyl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 

10 may also be replaced by -0-, -S-, or -NR' where R' is H or an alkyl group of 1 
to 12 carbon atoms, thiophene, optionally substituted cycloalkenyl of 5 to 10 
carbon atoms in which one -CH 2 - may also be replaced by -O-, -S-, or - 
NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 
or 14 carbon atoms, -S-alkyl of 1 to 12 carbon atoms, -S-cycloalkyl of 3 to 8 

15 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, -S0 2 aryl of 6, 10 or 14 
carbon atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, -S0 2 alkyl of 1 to 12 
carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms, and the moiety -NR a R b ; 

R a is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
20 substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 
2 to 12 carbon atoms,optionally substituted alkadienyl of 4 to 12 carbon 
atoms, optionally substituted cycloalkyl of 3 to 8 carbon atoms, in which one 
-CH 2 - may also be replaced by -0-, -S-, or -NR' where R' is H or an alkyl 
group of 1 to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 
25 carbon atoms, in which one -CH 2 - may also be replaced by -0-, -S-, or -NR' 
where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally substituted 
bicycloalkyl of 5 to 10 carbon atoms, optionally substituted tricycloalkyl, 
haloalkyl of 1 to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, 
heterocyclyl, benzyl, optionally substituted benzyl, cycloalkyl of 3 to 8 carbon 
30 atoms or a 3- to 6-membered heterocyclyl ring, optionally ortho-fused with an 
optionally substituted phenyl ring ; 
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R b is H, an optionally substituted aikyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 2 
to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, 
optionally substituted aryl of 6, 10 or 14 carbon atoms, optionally substituted 
bicycloalkyl of 5 to 10 carbon atoms, optionally substituted cycloalkyl of 3 to 
10 carbon atoms in which one -CH 2 - may also be replaced by -0-, -S-, or 
-NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally 
substituted cycloalkenyl of 5 to 10 carbon atoms in which one -CH 2 - may also 
be replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 to 12 
carbon atoms, -S-aryl of 6, 10 or 14 carbon atoms, -S-alkyl, -S-alkenyl, 
-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl, -S0 2 alkyl, -O-aryl of 6, 
10 or 14 carbon atoms, heterocyclyl, benzyl, optionally substituted benzyl, 
cycloalkyl of 3 to 8 carbon atoms or a 3- to 6-membered heterocyclyl ring, 
optionally ortho-fused with an optionally substituted phenyl ring ; 

R a R b together with the nitrogen atom to which each is attached represent an 
optionally substituted saturated or unsaturated heterocyclyl ring from 3 to 12 
ring atoms in which optionally, at least one -CH 2 - may optionally be 
replaced by -O-, -S-, or-NR where R is H or an alkyl group of 1 to 12 carbon 
atoms, said saturated or unsaturated heterocyclyl ring may optionally be aryl 
or cycloalkyl fused; 

R 2 is H, optionally substituted alkyl of 1 to 12 carbon atoms, amino, hydroxy, 
alkylthio of 1 to 12 carbon atoms, cyano, carbamoyl, optionally substituted 
alkoxy of 1 to 12 carbon atoms, optionally substituted cycloalkyl of 3 to 8 
carbon atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, 
carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, aryloxy, benzyloxy, thienyl, 
heterocyclyl or halogen; 

R 3 is H, halogen, alkyl of 1 to 12 carbon atoms, alkoxy of 1 to 12 carbon 
atoms, aryloxy, -NR°R d , benzyloxy, aralkyloxy, haloalkoxy of 1 to 12 carbon 
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atoms, alkylthio of 1 to 12 carbon atoms, heterocyclyl, aryl, hydroxy, 
carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, cyano, amino, 
alkylamino of 1 to 12 carbon atoms, diaikylamino of 1 to 12 carbon atoms, or 
-N 3 ; 

5 

R° is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, optionally substituted 

10 cycloalkyl of 3 to 1 0 carbon atoms, in which one -CH 2 - may also be 

replaced by -O-, -S-, or -NR where R is H or an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 
one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or an 
alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 to 

15 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 

R d is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 

20 atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, optionally substituted 
cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also be 
replaced by-O-, -S-, or -NR where R is H or an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 

25 one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or an 
aikyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 

30 R°R d together with the nitrogen atom to which each is attached represent an 
optionally substituted heterocyclyl ring from 3 to 8 ring atoms optionally 
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substituted in which one -CH2- may also be replaced by-O-, -S-, or-NR' 
where R' is H or alkyl of 1 to 12 carbon atoms; 

R 4 is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
5 substituted alkoxy of 1 to 12 carbon atoms, amino, alkyi amino of 1 to 12 
carbon atoms, dialkylamino of 1 to 12 carbon atoms, alkylthio of 1 to 12 
carbon atoms, halogen, cyano, carboxy, alkoxycarbonyl of 2 to 12 carbon 
atoms, heterocyclyl, halogen, carbamoyl, optionally substituted aryl of 6, 10 or 
14 carbon atoms, or-CF 3 ; 

10 provided that when: a) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethylphenyl, 3,4-dich!orophenyl, 4-chlorophenyl, 3-chloro- 
4-methoxyphenyl; b) R 1 is diethylamino, R 3 is bromo, R 4 is hydrogen, R 2 is not 
4-trifluoromethylphenyl; c) R 1 is isopropylamino, R 3 is chloro, R 4 is hydrogen, 
R 2 is not 2-benzyloxyphenyl or 3,4,5-trimethoxyphenyl; d) R 1 is 

15 eyclopentylamino, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl, 2-napthyl or 2-stilbene; e) R 1 is 2-amino- 
bicyclo{2.2.1 .)heptyl, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl and f) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethylphenyl and g) R 1 is 1 ,1,1-trifluoroethoxy, R 3 is chloro, R 4 

20 is hydrogen, R 2 is not 2-chloro-6-fluorophenyl h) R 1 is -S0 2 ethyl or 
-S02cyclopentyl, R 3 is chloro, R 4 is hydrogen, R 2 is not 2-chloro-6- 
fluorophenyl; i) R 4 is hydrogen, R 2 is 2-chloro-6-fluorophenyl, R 1 and R 3 are 
not 1 ,2,4-triazole; j) R 1 is cyclohexyl, R 4 is hydrogen, R 2 is 2,4,6- 
trifluorophenyl, and R 3 is not -OCH 2 02C(CH 3 ) 3 ; k) R 1 is 2-thienyl, R 4 

25 is ethyl, R 3 is hydrogen and R 2 is not 2-methoxyphenyl, 4-methoxyphenyl, and 
4-trifluorophenyl; I) R 2 is phenyl, R 3 is chloro, R 4 is hydrogen R 1 is not (2E)- 
3,7-dimethyl-2,6-octadienyl 
or a pharmaceutically acceptable salt thereof. 

30 25. The method according to claim 24 wherein 
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R 1 is selected from the group consisting of an optionally substituted alkyl of 1 
to 12 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon atoms, 
optionally substituted alkynyl of 2 to 12 carbon atoms, optionally substituted 
alkadienyl of 4 to 12 carbon atoms, optionally substituted aryl of 6, 10 or 14 

5 carbon atoms, optionally substituted bicycloalkyl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced by -O-, -S-, or -NR ! where R' is H or an alkyl group of 1 
to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 carbon 
atoms in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' where 

10 R' is H or an alkyl group of 1 to 1 2 carbon atoms, -S-aryl of 6, 10 or 14 carbon 
atoms, -S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, 
-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, 
-S0 2 alkyl of 1 to 12 carbon atoms, -O-aryi of 6, 10 or 14 carbon atoms, and 
the moiety -NR a R b or a pharmaceutically acceptable salt thereof is 

15 administered. 

26. The method according to claim 24 wherein R a and R b each independently 
represent the moiety -C*H(R e )(R f ) where R e and R f independently represent 
an optionally halo-substituted alkyl group of 1 to 12 carbon atoms where C* 

20 represents the (R) or (S) isomer or a pharmaceutically acceptable salt thereof 
is administered. 

27. The method according to claim 24 wherein R 2 is optionally substituted aryl 
of 6, 10 or 14 carbon atoms, aryloxy, thienyl, benzyloxy, heterocyclyl or 

25 halogen or a pharmaceutically acceptable salt thereof is administered. 

28. The method according to claim 24 wherein R 3 is halogen, alkyl of 1 to 12 
carbon atoms, alkoxy of 1 to 12 carbon atoms, aryloxy, -NR c R d , benzyloxy, 
araikyloxy, haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 to 12 carbon 

30 atoms, hydroxy, cyano, amino, alkylamino of 1 to 12 carbon atoms, 
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dialkylamino of 1 to 12 carbon atoms, or -N 3 or a pharmaceutical^ acceptable 
salt thereof is administered. 

29. The method according to claim 24 wherein R 4 is H, optionally substituted 
5 alkyl of 1 to 12 carbon atoms, optionally substituted alkoxy of 1 to 12 carbon 
atoms, amino, alkyl amino of 1 to 12 carbon atoms, dialkylamino of 1 to 12 
carbon atoms, -CF 3 or a pharmaceutical acceptable salt thereof is 
administered. 

10 30. The method according to claim 24 wherein R 1 is selected from the group 
consisting of an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 2 
to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, 
optionally substituted aryl of 6, 10 or 14 carbon atoms, optionally substituted 

15 bicycloalkyl of 5 to 10 carbon atoms, optionally substituted cycloalkyl of 3 to 8 
carbon atoms in which one -CH 2 - may also be replaced by-O-, -S-, or-NR' 
where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally substituted 
cycloalkenyl of 5 to 10 carbon atoms in which one -CH 2 - may also be 
replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 to 12 

20 carbon atoms, -S-aryl of 6, 10 or 14 carbon atoms, -S-alkyl of 1 to 12 carbon 
atoms, -S-alkenyl of 2 to 12 carbon atoms, -S0 2 aryl of 6, 10 or 14 carbon 
atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, -S0 2 alkyl of 1 to 12 carbon 
atoms, -O-aryl of 6, 10 or 14 carbon atoms, and the moiety -NR a R b wherein 
R a R b are optionally taken together with the nitrogen to which each is attached 

25 or a pharmaceutically acceptable salt thereof is administered. 

31 . The method according to claim 24 wherein R 2 is optionally substituted 
aryl of 6, 10 or 14 carbon atoms or heterocyclyl or a pharmaceutically 
acceptable salt thereof is administered. 

30 
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32. The method according to claim 24 wherein R 3 is halogen, aikoxy of 1 to 
12 carbon atoms, -NR c R d , haioalkoxy of 1 to 12 carbon atoms, alkylthio of 1 
to 12 carbon atoms, cyano, amino, alkyiamino of 1 to 12 carbon atoms, 
diaikylamino of 1 to 12 carbon atoms, or -N 3 or a pharmaceutical^ acceptable 

5 salt thereof is administered. 

33. The method according to claim 24 wherein R 4 is H, optionally substituted 
alkyl of 1 to 12 carbon atoms, amino, alkyl amino of 1 to 12 carbon atoms, 
diaikylamino of 1 to 12 carbon atoms, -CF 3 or a pharmaceutical^ acceptable 

10 salt thereof is administered. 

34. The method according to claim 24 wherein R 1 is selected from the group 
consisting of an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - may also be 

15 replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 to 12 

carbon atoms, optionally substituted cycloalkenyl of 5 to 10 carbon atoms in 
which one -CH 2 - may also be replaced by -O-, -S-, or -NR' where R' is H or 
an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 or 14 carbon atoms, 
-S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, 

20 -S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl of 5 to 10 carbon atoms, 
-S0 2 alkyl of 1 to 12 carbon atoms, and the moiety -NR a R b wherein R a R b are 
optionally taken together with the nitrogen to which each is attached or a 
pharmaceutically acceptable salt thereof is administered. 

25 35. The method according to claim 24 wherein R 2 is optionally substituted 
aryl of 6, 10 or 14 carbon atoms or a pharmaceutically acceptable salt thereof 
is administered. 

36. The method according to claim 24 wherein R 3 is halogen, aikoxy of 1 to 
30 12 carbon atoms, -NR c R d , haioalkoxy of 1 to 12 carbon atoms, alkylthio of 1 
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to 12 carbon atoms, cyano, or -N 3 or a pharmaceutical^ acceptable salt 
thereof is administered. 

37. The method according to claim 24 wherein R 4 is H or a pharmaceutical^ 
5 acceptable salt thereof is administered. 

38. The method according to claim 24 wherein R 1 is selected from the group 
consisting of an optionally substituted cycloalkyl of 3 to 8 carbon atoms in 
which one -CH 2 - may also be replaced by -O-, -S-, or -NR' where R ! is H or 

10 an alkyl group of 1 to 12 carbon atoms, optionally substituted cycloalkenyl of 
5 to 10 carbon atoms in which one -CH 2 - may also be replaced by -0-, -S-, 
or -NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 
10 or 14 carbon atoms, -S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 
carbon atoms, -S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl of 3 to 8 

15 carbon atoms, -S0 2 alkyl of 1 to 12 carbon atoms, and the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 
attached; R 2 is optionally substituted phenyl; R 3 is halogen, alkoxy of 1 to 12 
carbon atoms, -NR c R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 to 
1 2 carbon atoms, cyano, or -N 3 ; R 4 is H or a pharmaceutical^ acceptable salt 

20 thereof is administered. 

39. The method according to claim 24 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 
attached; R 2 is optionally substituted phenyl; R 3 is halogen, alkoxy of 1 to 12 

25 carbon atoms, -NR°R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 to 
12 carbon atoms, cyano, or -N 3 ; R 4 is H or a pharmaceutical^ acceptable salt 
thereof is administered. 

40. The method according to claim 24 wherein R 1 is the moiety -NR a R b 

30 wherein R a R b are optionally taken together with the nitrogen to which each is 
attached; 
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R 2 is optionally substituted phenyl; 

R 3 is halogen, alkoxy, -NR°R d , haioalkoxy of 1 to 12 carbon atoms, alkylthio 
of 1 to 12 carbon atoms, cyano, or-N 3 ; 
R 4 is H; 

5 R a is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 

substituted alkenyl of 2 to 12 carbon atoms, optionally substituted aikadienyl 
of 4 to 12 carbon atoms, optionally substituted cycloalkyl of 3 to 8 carbon 
atoms, in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' where 
R' is H or an alkyl group of 1 to 12 carbon atoms, optionally substituted 

10 cycloalkenyl of 5 to 1 0 carbon atoms, in which one -CH 2 - may also be 
replaced by-O-, -S-, or-NR' where R' is H or an alkyl group of 1 to 12 
carbon atoms, haloalkyl of 1 to 10 carbon atoms, aryl of 6, 10 or 14 carbon 
atoms, heterocyclyl, benzyl, optionally substituted benzyl; R b is H, an 
optionally substituted alkyl of 1 to 12 carbon atoms, optionally substituted 

15 alkenyl of 2 to 12 carbon atoms, optionally substituted aikadienyl of 4 to 12 
carbon atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced by -0-, -S-, or -NR' where R' is H or an alkyl group of 1 
to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 carbon 

20 atoms in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' where 
R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 or 14 carbon 
atoms, -S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, 
-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl of 3 to8 carbon atoms, 
-S0 2 alkyl of 1 to 12 carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms; 

25 R a R b together with the nitrogen atom to which each is attached represent an 
optionally substituted saturated or unsaturated heterocyclyl ring from 3 to 12 
ring atoms in which optionally, at least one -CH 2 - may also be replaced by 
_0-, -S-, or-NR where R is H or an alkyl group of 2 to 12 carbon atoms, said 
saturated or unsaturated heterocyclyl ring may optionally be aryl or cycloalkyl 

30 fused; 
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R c is H, amino, optionally substituted alky! of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, optionally 
substituted cycloalkyl of 3 to 8 carbon atoms, in which one -CH 2 - may also 
be replaced by -O-, -S-, or -NR where R is H or an alkyl group of 1 to 12 
carbon atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in 
which one -CH 2 - may also be replaced by -0-, -S-, or -NR where R is H or 
an alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 
to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, heterocyclyl; 

R d is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, optionally 
substituted cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also 
be replaced by -0-, -S-, or-NR' where R is H or an alkyl group of 1 to 12 
carbon atoms optionally substituted cycloalkenyl of 5 to 1 0 carbon atoms, in 
which one -CH 2 - may also be replaced by -0-, -S-, or -NR where R is H or 
an alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 
to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 

R c R d together with the nitrogen atom to which each is attached represent an 
optionally substituted heterocyclyl ring from 3 to 8 ring atoms optionally 
substituted in which one -CH 2 - may also be replaced by -0-, -S-, or-NR' 
where R' is H or alkyl of 2 to 20 carbon atoms or a pharmaceutically 
acceptable salt thereof is administered. 

41 . The method according to claim 24 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 
attached; 
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R 2 is selected from 



F 
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OCHj 
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R 3 is halogen, alkoxy, -NR c R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio 
of 1 to12 carbon atoms, cyano, or-N 3 ; 
10 R 4 is H or a pharmaceutically acceptable salt thereof is administered. 

42. The method according to claim 24 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 
attached and wherein R 1 is selected from 

15 
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R 2 is optionally substituted phenyl; 

R 3 is halogen, alkoxy of 1 to 12 carbon atoms, -NR c R d , haloalkoxy of 1 to 12 
carbon atoms, alkylthio of 1 to 12 carbon atoms, cyano, or-N 3 ; 
R 4 is H or a pharmaceutically acceptable salt thereof is administered. 



43. The method according to claim 24 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each ' 
attached and wherein R 1 is selected from 
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OCH 3 



R 2 is optionally substituted thienyl; 

R 3 is halogen, alkoxy of 1 to 12 carbon atoms, -NR c R d , haloalkoxy of 1 to 12 
carbon atoms, aikylthio of 1 to 12 carbon atoms, cyano, or -N3; 
R 4 is H or a pharmaceutically acceptable salt thereof is administered. 

44. The method according to claim 24 wherein said compound selected from: 
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7-(1 -azepanyl)-5-chloro-6-phenyl[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluoropheny!)-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(4-methoxyphenyl)-7-(1 -piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fIuorophenyl)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1 -azepanyl)-5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(2-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chioro-6-fluorophenyl)-7-(4-thiomorpholinyl)[1 ,2,4]triazolo[1,5- 
a]pyrimidine; 

methyl [[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yl](methyl)amino]acetate; 

5-chloro-6-(2-chIoro-6-fluorophenyl)-N-(1 ,1 ,3,3- 
tetramethylbutyl)[1 ,2,4]triazo!o[1 ,5-a]pyrimidin-7-amine; 

7-(1-azepanyi)-5-chloro-6-(4-methoxyphenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

7-(1 -azepanyl)-6-(4-bromophenyl)-5-chloro[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-7-{1 -piperidinyl)-6-[2-(trifluoromethyl)phenyl][1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 
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6-(4-tert-butylphenyl)-5-chioro-7-(4-methy!-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(4-methoxyphenyl)-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5- chloro-6-(4-methoxyphenyl)-7-(3-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

6- (4-bromophenyl)-5-chloro-7-(3-methyl-1-piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(3,4-difluorophenyl)-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2,6-dichiorophenyl)-7-(2-methyl-1-pyrrolidinyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-chlorophenyl)-7-(2-methyl-1 -pyrrolidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

7- (1-azepanyl)-5-chloro-6-(3-chloro-4-methoxyphenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(3-chIoro-4-methoxyphenyl)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 J 5-a]pyrimidine; 

5-chIoro-6-(3-ch!oro-4-methoxyphenyl)-7-(2-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrtmidine; 
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6- (4-tert-butylphenyl)-5-chloro-7-(2-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-(2-methy[-1-piperidinyl)-6-[3- 
(trif!uoromethyl)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

Diethyl 2-[6-(2,6-difiuorophenyl)-5-ethoxy[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yl]ma!onate; 

7- (azepanyl)-5-chloro-6-{2-chloro-6-nitrophenyl}[1,2,4}triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-ethyl-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(2,2,2- trifluoroethyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyi)-N-[(2,2-dichlorocyclopropyl)methyl]-N- 
methyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

1 -[5-ch!oro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 f 5-a]pyrimidin-7-yl]-3- 
piperidinol; 

N-bicyclo[2.2.1]hept-2-yi-5-chloro-6-(3-chloro-4- 
methoxyphenyl)[1 ,2 f 4]triazolo[1 ,5-a]pyrimtdin-7-amine; 

5-chloro-6-(2,5-difluorophenyl)-N-dodecyI[1,2,4]triazolo[1,5-a3pyrimidin-7- 
amine; 
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5-chloro-7-(4-methyl-1 -piperidinyl)-6-(2,3,6- trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

N-fS-chioro-e^.S.e-trifluorophenyOtl^^triazoloEI.S-aJpyrimidin-Z-yO-N- 
isopropylamine; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(2,3,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

N-ailyl-5-chloro-6-(2-chloro-6-fluorophenyl)-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazo!o[1 ,5-a]pyrimidin-7-amine; 

5-chioro-6-(2-chioro-6-fluorophenyl)[1,2,4]triazolo[1 f 5-a]pyrimidin-7-amine; 

5-chloro-6-(3-chloro-4-methoxyphenyl)-N-cycloheptyl[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(3-chloro-4-methoxyphenyl)-7-(3,3-dimethyi-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-N-(3-chloropropyl)-N-methyl-6-(2,3,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-(1 -azocanyl)-5-chloro-6-(2,3,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2,6-difluorophenyl)-7-(3,6-dihydro-1(2H)- 
pyridinyl)[1 ,2,4]triazoIo[1 ,5-a]pyrimidine; 

7-(1-azocanyl)-5-chloro-6-(2,6-difluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 
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5-methoxy-6-(2-chloro-6-fluorophenyl)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

[5-chloro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yl]methanol; 

1-[5-chloro-6-(2,6-difluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-yl]-4- 
piperidinol; 

5-chloro-7-(4-chloro-1-piperidinyl)-6-(2,6-difluorophenyl)[1,2,4]triazoIo[1,5- 
a]pyrimidine; 

5-chloro-7-(44hiomorpholinyl)-6-(2,3,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2,6-difluorophenyl)-7-(2,4-dimethyi-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(4-meth yl- 1 -pi perid i nyl)-5-a m ino-6-(2-ch loro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluorophenyl)-7-(2,5-dihydro-1 H-pyrrol-1 - 
yi)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chioro-6-fluorophenyl)-7-(2,5-dimethyi-2,5-dihydro-1H-pyrrol-1- 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-ffuorophenyl)-7-(2-ethyl-1H-imidazoI-1- 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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7-(4-bromo-1-piperidinyl)-5-chloro-6-(2-chIoro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5- chloro-6-(2-methylphenyl)-7-(4-thiomorpholinyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

6- (2-bromophenyl)-N-(sec-butyl)-5-chloro[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-N-ethy!-6-(4-methoxyphenyl)-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5- a]pyrimidin-7-amine; 

5-chloro-6-(4-methoxyphenyl)-7-(4-thiomorpholinyl)[1 J 2,4]triazolo[1,5- 
ajpyrimidine; 

5-chloro-7-(4-chloro-1-piperidinyl)-6-[2- 
(trifluoromethyl)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-(trifluoromethyl)-1- 
piperidinyl][1 ,2,4]triazolo[1 ,5a]pyrimidine; 

7- (4-bromo-1-piperidinyl)-5-chloro-6-(2,6-difluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

7-(4-bromo-1 -piperidinyl)-5-chloro-6-(2-chlorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 
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5-chloro-N-isopropyI-6-(2,4,6-trifIuorophenyl)[1 ,2,4]triazolo[1 ,5- a]pyrimidin-7- 
amine; 

5-chloro-7-(4-thiomorphoiinyi)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

7-(1 -azepanyi)-5-chloro-6-(2 ! 4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[2-(1-pyrrolidinyl)-1-cyclopenten-1- 
yl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-7-(4-isopropyl-1 -piperidinyl)-6-(4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-(2 I 4-dimethyl-1-piperidinyl)-6-(4-methoxyphenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-7-[ethyl(2-methyl-2-propenyl)amino]-6-{4- 
nitrophenyl}[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1 -azepanyl)-5-chloro-6-{4-nitrophenyl}[1 ,2,4]triazolo[1 ,5-a3pyrimidine; 

N-bicyclo[2.2.1]hept-2-yi-5-chloro-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluorophenyl)-N-(2,2,2-trifluoroethyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chIorophenyl)-N-(2,2,2-trifluoroethyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 
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5-chloro-6-(2-chloro-6-fluorobenzyl)-7-tetrahydro-2-furany![1 ,2,4]triazoio[1,5- 
a]pyrimidine; 

7-(allylsulfanyl)-5-chIoro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-N-ethyl-6-mesityl-N-(2-methyl-2-propenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-N-ethyl-6-(2-methoxyphenyl)-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-hexyl[1,2,43triazolo[1 ) 5-a]pyrimidin-7- 
amine; 

5-chioro-7-(4-methyl-1-piperidinyl)-6-[4- 
(methylsulfanyl)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-[4- 
(methylsulfanyl)phenyl][1,2,4]triazo!o[1,5-a]pyrimidin-7-amine; 

N-(sec-butyl)-5-chloro-6-[4-(methylsulfanyl)phenyi][1 ,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-[4-(methyisulfanyl)phenyl]-7-(4-thiomorpholinyl)[1,2,4]triazo!o[1,5- 
a]pyrimidine; 

5-chloro-6-[2,6-dichloro-4-(trifluoromethyi)phenyl]-7-(4-methyi-1- 
piperidinyl)[1 ,2,4]triazolo[1 ^-alpyrimidine; 
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7-(1-azepanyl)-5-chloro-6-[2,6-dichloro-4- 
(triffuoromethyl)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[(2,2,2- 
trifluoroethyl)sulfanyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(4,4-dimethyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-[2,6-dichloro-4-(trifluoromethyl)phenyl]-N-ethyl-N-(2-methy!-2- 
propenyi)[1 ,2,4]triazolo[1 ,5-a3pyrimidin-7-amine; 

5-chloro-6-[2,6-dichloro-4-(trifluoromethyl)phenyl]-7-(4- 
thiomorpholinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chIoro-6-(3,5-difluorophenyl)-7-(4-methyl-1 -piperidinyi)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(isopropyisulfanyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-tetrahydro-2-furanyl[1,2,4]triazolo[1,5- 
ajpyrimidine; 

4-[5-chloro-7-(4-methyi-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-6-yl]aniline; 

N-{4-[5-chloro-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-6- 
yl]pheny[}acetamide; 



[5-chloro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-yl]methyl 
acetate; 

-263- 



5-chloro-6-(2-chloro-6-fluorophenyl)-7-(chloromethyl)[1 > 2,4]triazolo[1,5- 
ajpyrimidine; 

diethyl 2-[6-(2-chloro-6-fluorophenyl)-7-(4-methyI-1 - 
piperidinyl)[1 ,2,4]triazolo[1 ,5~a]pyrimidin-5-yl]malonate; 

7-(1-azepanylmethyl)-5-chloro-6-(2-chloro-6-fiuorophenyl)[1,2 J 4]triazolo[1,5- 
a]pyrimidine; 

N-allyl-5-chloro-6-(2-chioro-6-fluorophenyl)-N-hexyl[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-ch!oro-7-(4-methyl-1-piperidinyl)-6-[4- 
(trif!uoromethoxy)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-7-(4-methyl-1 -piperidinyl)-6-(4-phenoxyphenyl)[1 ,2,4]triazoto[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(cyclopropyimethyl)-N- 
propyl[1 ,2,4]triazo!o[1 ,5-a]pyrimidin-7-amine; 

5-chloro-7-(2-methyl-1 -piperidinyl)-6-(4-phenoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-{2-chloro-4-nitrophenyl}-7-(4-methy!-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-ch loro-6-(4-ch loro-2 ,3 , 5 , 6-tetrafl u o ro p h eny I )-N- 
cyclopentyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 
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4- [5-chloro-2-methyl-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 
6-yl]-N,N-dimethylaniline; 

6- (2-chloro-6-fluorophenyl)-5-methyl-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5- chloro-6-(2-chloro-6-fluorophenyl)-7-[2-(1 -pyrrolidinyl)-1 -cyclohexen-1 - 
yl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(methoxymethyl)[1,2,4]triazolo[1,5- 
ajpyrimidine; 

5-chIoro-6-{2-chloro-4-nitrophenyl}-7-[ethyl(2-methyl-2- 
propenyl)amtno][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

S-bromo-e^-chloro-e-fluorophenyO^isopropylsulfany^tl^^ltriazolotl.S- 
ajpyrimidine; 

5-chloro-N-cyclopentyl-6-(4-ethoxy-2,3,5,6- 
tetrafluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-methyl-N-(2-methyl-2-propenyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

4-bromo-1 -[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,43triazoIo[1 ,5-a]pyrimidin- 

7- yl] butyl acetate; 

diethyl 2-allyl-2-{[5-chloro-6-{2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-yl]oxy}malonate; 
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6-(2-chioro-6-fluorophenyl)-N-ethyl-5-methyl[1 ,2,4]triazoio[1 ,5-a]pyrimidin- 7- 
amine; 

N-butyl-5-chioro-N-ethyl-6-(2,3,4,5,6-pentafluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

6-(2-chloro-6-fluorophenyl)-5-(difluoromethoxy)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fiuorophenyl)-7-[(4- 
chlorophenyl)suifanyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chIoro-6-{2-chioro-6-fluorophenyl)-7-[(2- 
methoxyphenyI)suifanyl][1 ,2,4]triazo!o[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(1,2,2- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,3,4,5,6-pentafIuorophenyl)-N-(1,2,2- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,4,6-trifiuorophenyl)-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(4-fluorophenyl)-N-(1 ,2,2- trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5,7-bis(4-methyl-1 -piperidinyl)-6-(2,4,6-trifluorophenyi)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 
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5-chloro-6-(2-methylphenyl)-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5- chloro-6-(2,4 t 5-trifluorophenyl)-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

6- (2-bromophenyl)-5-chloro-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-N-isobutyl-N-(2,2 J 2-trifluoroethyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4Jtriazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-isobutyl-6-(2-methylphenyl)-N-(2,2,2- 
trifluoroethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chIoro-6-fluorophenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazo!o[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluorophenyl)-N-(2 J 2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazoIo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-(2,2,2-trifluoro-1-methylethyl)-6-(2,4,6- 
trifluorophenyI)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

N-allyl-5-chloro-N-isobutyl-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-N-(1 ,2-dimethylpropyl)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 
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5-chloro-N-isopropyl-N-methyl-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-N-isopropyl-N-(2,2,2-trifluoroethyl)-6-(2,4,6- 
trifluorophenyI)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-butyl-5-chloro-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-N-(1 -phenylethyl)-6-(2,4,6-trifluorophenyI)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chlorophenyl)-N-(2,2,2-trifluoro-1 -methylethyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-N-ethyl-N-isobutyl-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-hexyl[1,2,4]triazolo[1,5-a]pyrimidine; 

S-chloro-e^-methylphenyO-N.N-bisCa^^-trifluoroethyOfl^^ltriazolotl^- 
a]pyrimidin-7-amine; 

5-chloro-N-cyclopentyl-N-methyl-6-(2,3,4,5,6- 
pentafluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-butyI-5-chloro-6-(2,6-difluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-N-(1,2-dimethylpropyl)-N-methyl-6-(2,3,4,5,6- 
pentaf!uorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-f!uorophenyl)-7-phenyl[1,2,4]triazolo[1,5-a]pyrimidine; 
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5-chloro-6-(2-chloro-6-fluorophenyl)-7-(2-methylpropanyi)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-ch!oro-6-fIuorophenyl)-7-pentyI[1,2 J 4]triazolo[1,5-a]pyrimidine; 

5-chloro-N-(1,2-dimethylpropyl)-N-methyl-6-(2,4,6- 
trifiuorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-cyclohexyl[1,2 J 4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-bromo-5-chlorophenyl)-N-(2,2,2-trifluoro-1- 
methylethyi)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(3,3 ) 3-triftuoropropyl)[1,2,4]triazolo[1 J 5- 
a]pyrimidine; 

S-chloro-e^-chioro-e-fluorophenylK-CS-methylphenyOtl^^ltriazololl^- 
a]pyrimidine; 

[5-chloro-6-(2,4,6-trifIuorophenyl)-[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl]-(1 -p-tolyl- 
ethyl)-amine; 

5-chloro-6-(2,4,6-trifluoro-phenyl)-7-cyclohexyl[1 ,2,4]triazolo[1 5 5-a]pyrimidine; 

5-chloro-7-cyclohexyl-6-(2,3,4,5,6-pentafluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyi)-7-(4,4-difluoro-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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7-(bicyclo[2.2. 1 ]hept-2-ylamino)-5-chloro-6-{2-fluoro-4- 
nitrophenyl}[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chioro-6-{2-fiuoro-4-nitrophenyI}-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-(methylsulfanyl)-6-(2-chloro-6-fluorophenyl)-7-cyclohexyI[1,2,4]triazolo[1,5- 
a]pyrimidine; 

[5-chloro-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yi] (2,2,2- 
trifluoro-1 -phenyiethyl)-amine; 

5-chloro-N-[1-(trifluoromethy!)propyl]-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-ajpyrimidin-7-amine; 

5- bromo-6-(2-chloro-6-fluorophenyl)-7-cyclohexyl[1,2,4]triazolo[1,5- 
a]pyrimidine; 

6- (2-chloro-6-fluorophenyl)-7-cyclohexyl[1,2,4]triazolo[1,5-a]pyrimidin-5- 
amine; 

[5-chloro-6-(2,4,6-trifluorophenyi)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl]-(2- 
methyl-1-trifluoromethyl-propyI)amine; 

5-chloro-7-(3-cyclohexen-1 -yl)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

S-chloro^-CI-cyciohexen-l-yO-e^^.e-trifluorophenyiXl^^ltriazoloCI.S- 
a]pyrimidine; 
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5-chloro-N-[(1R)-2,2,2-trifluoro-1-methylethyl]-6-(2,4 > 6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5- chloro-N-[(1 R)-2,2,2-trifluoro-1 -methylethyl]-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

6- (2,4-difluorophenyl)-5-chloro-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-N-(2 > 2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chIoro-7-cyclohexyl-6-(2,6-difluoro-4-methoxyphenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-N-[(1S)-2,2,2-trifluoro-1- 
methylethyl][1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7- cyclohexyl-6-(2,6-difluoro-4-methoxyphenyl)-5-methoxy[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-7-(4-fluorocyclohexyl)-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2,6-dichioro-4-fluorophenyl)-7-(3,3,3- 
trifluoropropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 
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N-(sec-butyl)-5-chloro-6-(2,6-dichloro-4-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a] py rim id i n-7-a m i n e ; 

4- {5-chloro-7-[(2,2,2-trifluoro-1 -methylethyl)amino][1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-6-yl}-3,6-difluorophenol; 

5- ch loro-7-(3-cycio hexen- 1 -yl )-6-(2 ,6-d if luoro-4- 
methoxyphenyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difIuoro-4-methoxyphenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-N-cyclopentyl-6-(2,6-difluoro-4-methoxyphenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(3,6-dihydro-1(2H)- 
pyridinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyt)-7-(4- 
thiomorphoiinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1-azepanyl)-5-chloro-6-(2,6-difiuoro-4-methoxyphenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chioro-6-(2,6-difluoro-4-methoxyphenyl)-N-(1,2,2- 
trimethylpropyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyi)-N-ethy!-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7-amine; 
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5- ch loro-6-(2 ,6-d ifl u o ro-4- methoxy phe nyl )-7-(4- 
fluorocyclohexyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

6- (4-{5-chloro-7-[(2,2,2-trifluoro-1 -methylethyl)amino][1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-6-yl}-3,5-difluorophenoxy)hexanoic acid; 

2,6-dif!uoro-4-(2-fluoroethoxy)phenyl]-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-isopropyt-6-{2-[(trifluoromethyl)sulfanyl]phenyl}[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-N-[4-(trifluoromethyl)phenyl]-6-(2,4,6- 
trifiuorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-(4,4,4-trifIuoro-2-methylbutyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(3-methyl-3- 
butenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluoro-4-nnethoxyphenyl)-7-isobutyl[1,2,4]triazolo[1,5- 
a]pyrimidine; 

7- cyclopentyl-6-(2,6-difluoro-4-methoxyphenyl)-5-methoxy[1 ,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-thienyi)-N-[(1 R)-2,2,2-trifluoro-1-methylethyl[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 
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4- (5-chloro-7-(2,2,2-trifluoro-1 -methyl-ethylamino)[1 ,2,4]triazoio[1 ,5- 
a]pyrimidin-6-yl]-3,5-difluoro-phenol; 

{5-chloro-6-[2,6-difluoro-4-(2,2,2-trifluoro-ethoxy)-phenyl]-[1,2,4]triazolo[1,5- 
a]pyrimidin-7-yl}-(2,2,2-trifluoro-1-methyl-ethyl)amine; 

5- chloro-6-{2,6-difluoro-4-(methoxyphenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

(5-chloro-6-{4-[2-(2-ethoxyethoxy]-ethoxy]-2,6-difluoro- 

phenyl}[1,2,4]triazolo[1,5-a]pyrimidin-7-yl-)-(2,2,2-trifluoro-1- 

methylethyl)amine; 

(5-chloro-6-{2,6-difluoro-4-[2-(2-methoxy-ethoxy)ethoxy]-phenyi}- 
[1 ,2,4]triazolo[1 ,5-a3pyrimidin-7-yl-H2,2,2-trifluoro-1 -methylethyl)amine; 

S-chloro-S-p.e-difiuoro^-CS-furan-S-ylmethoxyJphenyltl^^triazolotl.S- 
a]pyrimidin-7-yl}-N-(2,2,2-trifluoro-1-methylethyl)amine; 

S-chloro-e^.S-difluoro^-methoxyphenyO-N-CI^^- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-cyclohexyl-6-[2,6-difluoro-4-(2-methoxyethoxy)phenyl]-5- 
methoxy[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-fSuoro-4-methoxy-6-chlorophenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7 -amine; 

5-chloro-6-[2,6-difluoro-4-(2-fiuoroethoxy)phenyl]-N-ethy!-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 
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2-[2-(4-{5-chioro-7-[(2,2,2-trifluoro-1-methylethy!)amino][1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-6-yl}-3,5-difluorophenoxy)ethoxy]ethanol; 

5-chloro-6-(2 ) 3-difluoro-4-methoxyphenyl)-N-(2,2,2-trifiuoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-{4-(2-f!uoroethoxy)-2,6-difluorphenyl}-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-(4-chlorobenzyl)-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-(2-pyridinyl)-1- 
piperazinyl][1 ,2,4]triazoio[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(1-ethyipentyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-(2-chlorophenyl)-1- 
piperazinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-(4-methoxyphenyl)-3-methyl-1- 
piperazinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-N-cyclopentyl-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-7-phenoxy-6-(4-methoxy-phenyl)[1,2,4]triazoIo[1,5-a]pyrimidine; 



5-chloro-N-cyciopentyl-6-(4-methylphenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 
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5,7-diphenoxy-6-(4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-N-cyclopentyI-6-(2-chlorophenyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7- 
amine; 

5-chloro-N,N-diethyl-6-[4-methoxyphenyl][1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-N,N-diethyl-6-[2,4-dichlorophenyl][1 ,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

N-bicyclo[2.2.1]hept-2-yl-5-chloro-6-(2,4-dichlorophenyl)[1,2,43triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(1,4-dioxa-8-azaspiro[4.5]dec-8- 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-cyano-7-(4-methyl-1-piperidinyl)-6-(2-chloro-5- 
fluorophenyl)[1 ,2,4]triazoIo[1 ,5-a]pyrimidine; 

5-(methylsulfanyl)-7-(4-methyl-1-piperidinyl)-6-(2-chloro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-(methylsulfanyI)-7-(4-methyl-1-piperidinyl)-6-(2-chloro-5- 
(methylsulfanyl)phenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-7-(1,4-dioxa-8-azaspiro[4,5]dec-8-yl)-6-(4- 
methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(4- 
(methylsulfanyOphenyOtl^^ltriazolotl^-alpyrimidin^-amine; 
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2-methyl-6,7-di-(4-methoxyphenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 
2-methyl-6-phenyl-7-(4-chlorophenyl)[1 ,2,4]triazolo[1,5-a]pyrimidine; 

2-trifluoromethyl-6-phenyl-7-(4-methoxyphenyl)[1,2,4]triazolo[1,5-a]pyrinriidine; 

5,7-diphenoxy-6-(2-methylpropyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-6-(3,4-difiuorophenyl)-N-(isopropyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-bromo-6-(4-bromophenyl)-7-dimethylamino[1 ,2,4]triazolo[1,5-a]pyrimidine; 

5-bromo-6-(4-trifluoromethylphenyl)-7-dimethylamino[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(3,4-difluorophenyI)-7-dimethylamino[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-{4-trifluoromethylphenyl)-N-(ethyl)[1,2,4]triazolo[1,5-a]pyrimidin 
amine; 

7-(1 -azepanyl)-5-chloro-6-(4-tert-butylphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

ethyl {[5-chloro-6-(2-ch[oro-6-f!uorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yl]amino}acetate; 

diethyl 5-chloro-6-(2,6-difluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
malonate; 

5-chloro-6-(2,5-difluorophenyl)-N-(3-methyl-2-butenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 
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[5-chloro-6-(2-chloro-6-fluorophenyl)-[1,2,4]triazolo[1,5-a]pyrimidin-7-yl]acetic 
acid methyl ester; 

5-chloro-6-(2,6-difluorophenyl)-7-(2-ethyl-1 H-imidazol-1-yl)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

5-chloro-N,N-diethyl-6-[4-(methylsulfanyl)phenyl][1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

ethyl [6-(2-chloro-6-fluorophenyl)-7-(4-methyl-1-piperidinyl)- [1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-5-yl]acetate; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(4- 
phenoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

dimethyl 2-[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 
7-yl]malonate; 

diethyl 2-{[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yl]oxy}-2-isobutylma!onate; 

2-[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl]-1 ,3- 
cyclohexanedione; 

2-[5-chloro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
yljcyclohexanone; 

5-chloro-7-(3-nitro-4-methylanilino)-6-(2, 4, 6-trifluorophenyl) 
[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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7-cyclohexyI-6-[2,6-difluoro-4-(2-methoxyethoxy)phenyl]5-(2- 
methoxyethoxy)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(3-bromophenyl)-2-ethyl-6-(4-methoxyphenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

7-(3-bromophenyl)-6-(3-chIorophenyl)-2-ethyl[1,2,43triazolo[1,5-a]pyrimidine; 

7-(4-bromophenyl)-2-ethyl-6-[4-(trifluoromethyl)pheny!][1,2,4]triazolo[1,5- 
ajpyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(3,4,5- 
trimethoxybenzyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-(2-benzyl-4,5-dihydro-1H-imidazol-1-yl)-5-chloro-6-(2-chloro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

N-4-[5-chloro-6-(2-chioro-6-fluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-yl- 
N,N-1 -diethyl- 1 ,4-pentanediamine; 

5-chloro-N-(3-methyl-2-buteny[)-6-phenyl[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-dimethylamino-6-phenyl-N-cyclopentyl[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5- chloro-7-[(2-furylmethyi)sulfanyl]-6-(4-methoxyphenyl)[1,2,4]triazolo[1,5- 
ajpyrimidine; 

6- [1 ,1 '-biphenyl]-4-yl-5-chloro-N-cycloperityl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
amine; 
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6-[4-(benzyloxy)phenyl]-5-chloro-N-isopropyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
amine; 

S-chloro-N-P^-dichlorocyclopropyOmethyll-e-ia^.S- 
trimethoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

N-cyclopentyi-6-(2-fluorophenyl)-5-hydrazino[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5- chloro-N-ethyl-6-(2-methylphenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-amine; 

6- (4-tert-butylphenyl)-5-chloro-N-isopropyl[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-6-[2,6-difluoro-4-[(3-methyl-2-butenyl)oxy]phenyl]-N-(2,2,2-trifluoro-1- 
methylethyl)-l[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-[2,6-difluoro-4-(1-propeny!oxy)phenyl]-N-(2,2,2-trifluoro-1- 
methylethyl)-l[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-(3-tricyclo[2.2.1.0 2 ' 6 ]hept-1-yl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-azido-7-cyclohexyl-6-(2-fluoro-6-chlorophenyl) [1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

5-azido-6-[2-chloro-6-fluorophenyl]-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



-280- 



2,5-dichloro-7-(4-methyl-1-piperidinyl)-6-[2-chloro-6- 

fluorophenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine or a pharmaceuticaily acceptable 
salt thereof is administered. 



5 45. A method of treating or inhibiting the growth of cancerous tumour cells 
and associated diseases in a mammal in need thereof by administering to 
said mammal an effective amount of a substituted triazolopyrimidine 
derivative having a paclitaxel like mechanism of action on tubulin 
polymerization or a pharmaceuticaily acceptable salt thereof . 

io 

46. The method according to Claim 45 wherein the substituted 
triazolopyrimidine derivative is a compound selected from those of the 
formula: 



wherein: 

R 1 is selected from the group consisting of halogen, an optionally substituted 
20 alkyl of 1 to 12 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted aikynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, alkoxy of 1 to 12 carbon 
atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, -CN, hydroxy, 



R 




15 



(I) 
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halogen, carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, 
heterocyclyl, optionally substituted bicycloalkyl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced by -0-, -S-, or -NR' where R' is H or an alkyl group of 1 

5 to 12 carbon atoms, thiophene, optionally substituted cycloalkenyl of 5 to 10 
carbon atoms in which one -CH 2 - may also be replaced by -0-, -S-, or - 
NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 
or 14 carbon atoms, -S-alkyl of 1 to 12 carbon atoms, -S-cycloalkyl of 3 to 8 
carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, -S0 2 aryl of 6, 10 or 14 

10 carbon atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, -S0 2 alkyl of 1 to 12 
carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms, and the moiety -NR a R b ; 

R a is H, optionally substituted aikyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 

15 2 to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 carbon 

atoms, optionally substituted cycloalkyl of 3 to 8 carbon atoms, in which one 
-CH 2 - may also be replaced by -O-, -S-, or -NR 1 where R' is H or an alkyl 
group of 1 to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 
carbon atoms, in which one -CH 2 - may also be replaced by-O-, -S-, or-NR' 

20 where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally substituted 
bicycloalkyl of 5 to 10 carbon atoms, optionally substituted tricycloalkyl, 
haloalkyl of 1 to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, 
heterocyclyl, benzyl, optionally substituted benzyl, cycloalkyl of 3 to 8 carbon 
atoms or a 3- to 6-membered heterocyclyl ring, optionally ortho-fused with an 

25 optionally substituted phenyl ring ; 

R b is H, an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 2 
to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, 
30 optionally substituted aryl of 6, 10 or 14 carbon atoms, optionally substituted 
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bicycloaikyl of 5 to 10 carbon atoms, optionally substituted cycloalkyl of 3 to 
10 carbon atoms in which one -CH2- may also be replaced by -0-, -S-, or 
-NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally 
substituted cycloalkenyl of 5 to 10 carbon atoms in which one -CH 2 - may also 
5 be replaced by -0-, -S-, or -NR' where R' is H or an alkyl group of 1 to 12 
carbon atoms, -S-aryi of 6, 10 or 14 carbon atoms, -S-alkyl, -S-alkenyl, 
-S0 2 aryi of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl, -S0 2 alkyl, -O-aryl of 6, 
10 or 14 carbon atoms, heterocyclyl, benzyl, optionally substituted benzyl, 
cycloalkyl of 3 to 8 carbon atoms or a 3- to 6-membered heterocyclyl ring, 
10 optionally ortho-fused with an optionally substituted phenyl ring ; 

R a R b together with the nitrogen atom to which each is attached represent an 
optionally substituted saturated or unsaturated heterocyclyl ring from 3 to 12 
ring atoms in which optionally, at least one -CH 2 - may optionally be 
15 replaced by -O-, -S-, or-NR where R is H or an alkyl group of 1 to 12 carbon 
atoms, said saturated or unsaturated heterocyclyl ring may optionally be aryl 
or cycloalkyl fused; 

R 2 is H, optionally substituted alkyl of 1 to 12 carbon atoms, amino, hydroxy, 
20 alkylthio of 1 to 12 carbon atoms, cyano, carbamoyl, optionally substituted 
alkoxy of 1 to 12 carbon atoms, optionally substituted cycloalkyl of 3 to 8 
carbon atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, 
carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, aryloxy, benzyloxy, thienyl, 
heterocyclyl or halogen; 

25 

R 3 is H, halogen, alkyl of 1 to 12 carbon atoms, alkoxy of 1 to 12 carbon 
atoms, aryloxy, -NR c R d , benzyloxy, aralkyloxy, haloalkoxy of 1 to 12 carbon 
atoms, alkylthio of 1 to 12 carbon atoms, heterocyclyl, aryl, hydroxy, 
carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, cyano, amino, 
30 alkylamino of 1 to 12 carbon atoms, dialkylamino of 1 to 12 carbon atoms, or 
-N 3 ; 



R c is H, amino, optionally substituted alky! of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, optionally substituted 
cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also be 
replaced by-O-, -S-, or-NR where R' is H or an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 
one -CH 2 - may also be replaced by -0-, -S-, or -NR where R is H or an 
alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, heterocyclyl; 

R d is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, optionally substituted 
cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also be 
replaced by -O-, -S-, or -NR where R is H or an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 
one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or an 
alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, heterocyclyl; 

R c R d together with the nitrogen atom to which each is attached represent an 
optionally substituted heterocyclyl ring from 3 to 8 ring atoms optionally 
substituted in which one -CH 2 - may also be replaced by -O-, -S-, or-NR' 
where R' is H or alkyl of 1 to 12 carbon atoms; 
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R 4 is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkoxy of 1 to 12 carbon atoms, amino, alkyl amino of 1 to 12 
carbon atoms, dialkylamino of 1 to 12 carbon atoms, alkylthio of 1 to 12 
carbon atoms, halogen, cyano, carboxy, alkoxycarbonyl of 2 to 12 carbon 
5 atoms, heterocyclyl, halogen, carbamoyl, optionally substituted aryl of 6, 10 or 
14 carbon atoms, or -CF 3 ; 

provided that when: a) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethylphenyl, 3,4-dichlorophenyl, 4-chlorophenyl, 3-chloro-4- 
methoxyphenyl; b) R 1 is diethylamino, R 3 is bromo, R 4 is hydrogen, R 2 is not 

10 4-trifluoromethylphenyl; c) R 1 is isopropylamino, R 3 is chloro, R 4 is hydrogen, 
R 2 is not 2-benzyloxyphenyl or 3,4,5-trimethoxyphenyl; d) R 1 is 
cyclopentylamino, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl, 2-napthyl or 2-stilbene; e) R 1 is 2-amino- 
bicyclo(2.2.1 .)heptyl, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 

15 trimethoxyphenyl and f) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethylphenyl and g) R 1 is 1,1,1-trifluoroethoxy, R 3 is chloro, R 4 
is hydrogen, R 2 is not 2-chloro-6-fluorophenyl h) R 1 is -SC^ethyl or 
-S0 2 cyclopentyl, R 3 is chloro, R 4 is hydrogen, R 2 is not 2-chloro-6- 
fluorophenyl; i) R 4 is hydrogen, R 2 is 2-chloro-6-fluorophenyl, R 1 and R 3 are 

20 not 1 ,2,4-triazole; j) R 1 is cyclohexyl, R 4 is hydrogen, R 2 is 2,4,6- 

trifluorophenyl, and R 3 is not -OCH 2 0 2 C(CH 3 )3 ; k) R 1 is 2-thienyl, R 4 

is ethyl, R 3 is hydrogen and R 2 is not 2-methoxyphenyl, 4-methoxyphenyl, and 
4-trifluorophenyl; I) R 2 is phenyl, R 3 is chloro, R 4 is hydrogen R 1 is not 
(2E)-3,7-dimethyl-2,6-octadienyl 

25 or a pharmaceutically acceptable salt thereof. 

47. The method according to claim 46 wherein 

R 1 is selected from the group consisting of an optionally substituted alkyl of 1 
to 12 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon atoms, 
30 optionally substituted aikynyl of 2 to 12 carbon atoms, optionally substituted 
alkadienyl of 4 to 12 carbon atoms, optionally substituted aryl of 6, 10 or 14 
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carbon atoms, optionally substituted bicycloalkyl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced by -0-, -S-, or -NR' where R 5 is H or an alkyl group of 1 
to 12 carbon atoms, optionally substituted cycloaikenyl of 5 to 10 carbon 
5 atoms in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' where 
R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 or 14 carbon 
atoms, -S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, 
-SC^aryl of 6, 10 or 14 carbon atoms, -SC^cycloalkyl of 3 to 8 carbon atoms, 
-S0 2 alkyl of 1 to 12 carbon atoms, -O-aryi of 6, 10 or 14 carbon atoms, and 
10 the moiety -NR a R b or a pharmaceutically acceptable salt thereof is 
administered. 

48. The method according to claim 46 wherein R a and R b each independently 
represent the moiety -C*H(R e )(R f ) where R e and R f independently represent 

15 an optionally halo-substituted alkyl group of 1 to 12 carbon atoms where C* 
represents the (R) or (S) isomer or a pharmaceutically acceptable salt thereof 
is administered. 

49. The method according to claim 46 wherein R 2 is optionally substituted aryl 
20 of 6, 10 or 14 carbon atoms, aryloxy, thienyl, benzyloxy, heterocyclyl or 

halogen or a pharmaceutically acceptable salt thereof is administered. 

50. The method according to claim 46 wherein R 3 is halogen, alkyl of 1 to 12 
carbon atoms, alkoxy of 1 to 12 carbon atoms, aryloxy, -NR c R d , benzyloxy, 

25 aralkyloxy, haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 to 12 carbon 
atoms, hydroxy, cyano, amino, alkylamino of 1 to 12 carbon atoms, 
dialkylamino of 1 to 12 carbon atoms, or -N 3 or a pharmaceutically acceptable 
salt thereof is administered. 



30 



51 . The method according to claim 46 wherein R 4 is H, optionally substituted 
alkyl of 1 to 12 carbon atoms, optionally substituted alkoxy of 1 to 12 carbon 
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atoms, amino, alkyl amino of 1 to 12 carbon atoms, dialkylamino of 1 to 12 
carbon atoms, -CF 3 or a pharmaceutical^ acceptable salt thereof is 
administered. 

5 52. The method according to claim 46 wherein R 1 is selected from the group 
consisting of an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 2 
to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, 
optionally substituted aryl of 6, 10 or 14 carbon atoms, optionally substituted 

10 bicycloalkyl of 5 to 10 carbon atoms, optionally substituted cycloalkyl of 3 to 8 
carbon atoms in which one -CH 2 - may also be replaced by -0-, -S-, or -NR' 
where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally substituted 
cycloalkenyl of 5 to 10 carbon atoms in which one -CH 2 - may also be 
replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 to 12 

15 carbon atoms, -S-aryl of 6, 10 or 14 carbon atoms, -S-alkyl of 1 to 12 carbon 
atoms, -S-alkenyl of 2 to 12 carbon atoms, -S0 2 aryl of 6, 10 or 14 carbon 
atoms, -SC>2cycloalkyl of 3 to 8 carbon atoms, 

-S0 2 alkyl of 1 to 12 carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms, and 
the moiety -NR a R b wherein R a R b are optionally taken together with the 
20 nitrogen to which each is attached or a pharmaceutically acceptable salt 
thereof is administered. 

53. The method according to claim 46 wherein R 2 is optionally substituted 
aryl of 6, 10 or 14 carbon atoms or heterocyclyl or a pharmaceutically 

25 acceptable salt thereof is administered. 

54. The method according to claim 46 wherein R 3 is halogen, alkoxy of 1 to 
12 carbon atoms, -NR c R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 
to 12 carbon atoms, cyano, amino, alkylamino of 1 to 12 carbon atoms, 

30 dialkylamino of 1 to 12 carbon atoms, or -N 3 or a pharmaceutically acceptable 
salt thereof is administered. 
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55. The method according to claim 46 wherein R 4 is H, optionally substituted 
alkyl of 1 to 12 carbon atoms, amino, alkyl amino of 1 to 12 carbon atoms, 
dialkylamino of 1 to 12 carbon atoms, -CF 3 or a pharmaceutical^ acceptable 

5 salt thereof is administered. 

56. The method according to claim 46 wherein R 1 is selected from the group 
consisting of an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH2- may also be 

10 replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 to 1 2 

carbon atoms, optionally substituted cycloalkenyl of 5 to 10 carbon atoms in 
which one -CH 2 - may also be replaced by -0-, -S-, or -NR' where R' is H or 
an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 or 14 carbon atoms, 
-S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, 

15 -S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl of 5 to 10 carbon atoms, 
-S0 2 alkyl of 1 to 12 carbon atoms, and the moiety -NR a R b wherein R a R b are 
optionally taken together with the nitrogen to which each is attached or a 
pharmaceutical^ acceptable salt thereof is administered. 

20 57. The method according to claim 46 wherein R 2 is optionally substituted 
aryl of 6, 10 or 14 carbon atoms or a pharmaceutical^ acceptable salt thereof 
is administered. 

58. The method according to claim 46 wherein R 3 is halogen, alkoxy of 1 to 
25 12 carbon atoms, -NR c R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 

to 12 carbon atoms, cyano, or -N 3 or a pharmaceutical^ acceptable salt 
thereof is administered. 

59. The method according to claim 46 wherein R 4 is H or a pharmaceutically 
30 acceptable salt thereof is administered. 
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60. The method according to claim 46 wherein R 1 is selected from the group 
consisting of an optionally substituted cycloalkyl of 3 to 8 carbon atoms in 
which one -CH 2 - may also be replaced by -0-, -S-, or-NR' where R' is H or 
an alkyl group of 1 to 12 carbon atoms, optionally substituted cycloalkenyl of 

5 5 to 10 carbon atoms in which one -CH 2 - may also be replaced by -0-, -S-, 
or-NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 
10 or 14 carbon atoms, -S-alkyl of 1 to 12 carbon atoms, -S-aikenyl of 2 to 12 
carbon atoms, -S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl of 3 to 8 
carbon atoms, -S0 2 alkyl of 1 to 12 carbon atoms, and the moiety -NR a R b 
10 wherein R a R b are optionally taken together with the nitrogen to which each is 
attached; R 2 is optionally substituted phenyl; R 3 is halogen, alkoxy of 1 to 12 
carbon atoms, -NR c R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 to 
12 carbon atoms, cyano, or -N 3 ; R 4 is H or a pharmaceutical^ acceptable salt 
thereof is administered. 

15 

61 . The method according to claim 46 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 
attached; R 2 is optionally substituted phenyl; R 3 is halogen, alkoxy of 1 to 12 
carbon atoms, -NR c R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 to 

20 12 carbon atoms, cyano, or -N 3 ; R 4 is H or a pharmaceutical^ acceptable salt 
thereof is administered. 

62. The method according to claim 46 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 

25 attached; 

R 2 is optionally substituted phenyl; 

R 3 is halogen, alkoxy, -NR c R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio 
of 1 to 12 carbon atoms, cyano, or-N 3 ; 
R 4 is H; 
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R a is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkadienyl 
of 4 to 12 carbon atoms, optionally substituted cycloalkyl of 3 to 8 carbon 
atoms, in which one -CH 2 - may also be replaced by -O-, -S-, or-NR' where 
R' is H or an alkyl group of 1 to 12 carbon atoms, optionally substituted 
cycloalkenyl of 5 to 10 carbon atoms, in which one -CH 2 - may also be 
replaced by-O-, -S-, or-NR' where R' is H or an alkyl group of 1 to 12 
carbon atoms, haloalkyl of 1 to 10 carbon atoms, aryl of 6, 10 or 14 carbon 
atoms, heterocyclyl, benzyl, optionally substituted benzyl; R b is H, an 
optionally substituted alkyl of 1 to 12 carbon atoms, optionally substituted 
aikenyi of 2 to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 
carbon atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 
to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 carbon 
atoms in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' where 
R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 or 14 carbon 
atoms, -S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, 
-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycIoalkyl of 3 to8 carbon atoms, 
-S0 2 alkyl of 1 to 12 carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms; 
R a R b together with the nitrogen atom to which each is attached represent an 
optionally substituted saturated or unsaturated heterocyclyl ring from 3 to 12 
ring atoms in which optionally, at least one -CH 2 - may also be replaced by 
-O-, -S-, or-NR where R is H or an alkyl group of 2 to 12 carbon atoms, said 
saturated or unsaturated heterocyclyl ring may optionally be aryl or cycloalkyl 
fused; 

R c is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, optionally 
substituted cycloalkyl of 3 to 8 carbon atoms, in which one -CH 2 - may also 
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be replaced by -O-, -S-, or-NR where R is H or an alkyl group of 1 to 12 
carbon atoms optionally substituted cycioalkenyl of 5 to 10 carbon atoms, in 
which one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or 
an aikyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 
5 to 10 carbon atoms, aryl of 6, 1 0 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, heterocyclyl; 

R d is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 

10 atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, optionally 
substituted cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also 
be replaced by -O-, -S-, or -NR where R is H or an alkyl group of 1 to 12 
carbon atoms optionally substituted cycioalkenyl of 5 to 10 carbon atoms, in 
which one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or 

15 an alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 
to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, heterocyclyl; 

R c R d together with the nitrogen atom to which each is attached represent an 
20 optionally substituted heterocyclyl ring from 3 to 8 ring atoms optionally 
substituted in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' 
where R' is H or alkyl of 2 to 20 carbon atoms or a pharmaceutically 
acceptable salt thereof is administered. 

25 63. The method according to claim 46 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 
attached; 

R 2 is selected from 
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R 3 is halogen, alkoxy, -NR c R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio 
of 1 to12 carbon atoms, cyano, or -N 3 ; 

R 4 is H or a pharmaceutically acceptable salt thereof is administered. 
64. The method according to claim 46 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 
attached and wherein R 1 is selected from 
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R 2 is optionally substituted phenyl; 

R 3 is halogen, alkoxy of 1 to 12 carbon atoms, -NR°R d , haloalkoxy of 1 to 12 

carbon atoms, alkylthio of 1 to 12 carbon atoms, cyano, or-N 3 ; 

R 4 is H or a pharmaceutically acceptable salt thereof is administered. 

65. The method according to claim 46 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 
attached and wherein R 1 is selected from 
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R 2 is optionally substituted thienyl; 

R 3 is halogen, alkoxy of 1 to 12 carbon atoms, -NR c R d , haloalkoxy of 1 to 12 

carbon atoms, alkylthio of 1 to 12 carbon atoms, cyano, or-N 3 ; 

R 4 is H or a pharmaceutically acceptable salt thereof is administered. 
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66. The method according to claim 46 wherein said compound selected from: 

7-(1 -azepanyl)-5-chloro-6-phenyl[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5 5-chloro-6-(2,6-difluorophenyl)-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(4-methoxyphenyl)-7-(1 -piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

10 5-chloro-6-{2-chloro-6-fluorophenyl)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1 -azepanyl)-5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

15 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(2-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyi)-7-(4-thiomorpholinyl)[1,2,4]triazolo[1,5- 
20 a]pyrimidine; 

methyl [[5-chloro-6-(2-chloro-6-f!uorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yi](methyl)amino]acetate; 

25 5-ch!oro-6-(2-chioro-6-fluorophenyl)-N-(1 ,1 ,3,3- 

tetramethylbutyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7-amine; 

7-{1 -azepany!)-5-chloro-6-(4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

30 7-(1 -azepanyi)-6-(4-bromopheny!)-5-ch!oro[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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5- chloro-7-{1-piperidinyl)-6-[2-(trifluoromethyI)phenyI][1,2,4]triazolo[1 ,5- 
a]pyrimidine; 

6- (4-tert-butylphenyl)-5-chloro-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

5-chloro-6-(4-methoxyphenyl)-7-(4-methyl-1-piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5- chloro-6-(4-methoxyphenyl)-7-(3-methyl-1-piperidinyi)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

6- (4-bromophenyl)-5-chloro-7-(3-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(3,4-difiuorophenyl)-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2,6-dichiorophenyl)-7-(2-methyi-1 -pyrrol id inyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chlorophenyl)-7-(2-methyl-1 -pyrrolidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

7- (1 -azepanyl)-5-chloro-6-(3-chloro-4-methoxyphenyl)[1 ,2,4]triazoIo[1 ,5- 
a]pyrimidine; 

5-ch loro-6-(3-ch loro-4-methoxyphenyl )-7-(4-methyI- 1 - 
piperidinyl)[1 ,2,4]triazo]o[1 ,5-aJpyrimidine; 



5- ch loro-6-(3-ch ioro-4-methoxyphenyl )-7-(2-methyl- 1 - 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

6- (4-tert-butylphenyl)-5-chloro-7-(2-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
5 a]pyrimidine; 

5-chloro-7-(2-methyl-1-piperidinyi)-6-[3- 
(trifiuoromethyl)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

10 Diethyl 2-[6-(2,6-difluorophenyl)-5-ethoxy[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yljmalonate; 

7- (azepanyl)-5-chloro-6-{2-chloro-6-nitrophenyl}[1,2,4}triazolo[1,5- 
a]pyrimidine; 

15 

5-chloro-6-(2-chloro-6-fluorophenyi)-N-ethyl-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(2,2,2- trifluoroethyl)[1 ,2,43triazolo[1 ,5- 
20 a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-[(2,2-dichIorocyclopropyl)methyl]-N- 
methyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

25 1 -[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7-yl]-3- 
piperidinol; 

N-bicyclo[2.2.1]hept-2-yl-5-chloro-6-(3-chloro-4- 
methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

30 
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5-chloro-6-(2,5-difluorophenyl)-N-dodecyl[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-7-(4-methyl-1-piperidinyl)-6-(2,3,6- trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

N-[5-chloro-6-(2,3,6-trifluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-yl]-N- 
isopropylamine; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(2,3,6- 
trifluorophenyl)[1 ,2,4]triazoIo[1 ,5-a]pyrimidin-7-amine; 

N-allyl-5-chloro-6-(2-chloro-6-fluorophenyl)-N-(2-methyl-2- 
propenyl)[1 5 2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-amine; 

5-ch[oro-6-(3-chloro-4-methoxyphenyl)-N-cycloheptyl[1,2,4]triazo!o[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(3-chloro-4-methoxyphenyl)-7-(3,3-dimethyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-N-(3-chloropropyl)-N-methyl-6-(2,3,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-(1 -azocanyl)-5-chloro-6-(2,3,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

5-chloro-6-(2,6-difluorophenyl)-7-(3,6-dihydro-1(2H}- 
pyridinyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidine; 
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7-{1-azocanyl)-5-chloro-6-(2,6-difluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5-methoxy-6-(2-chIoro-6-fluorophenyl)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5 

[5-chloro-6-(2-chioro-6-fluorophenyi)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
yl]methanoi; 

1-[5-chloro-6-(2,6-difluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-yl]-4- 
10 piperidinol; 

5-ch[oro-7-(4-chloro-1-piperidinyl)-6-(2,6-difluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

1 5 5-chloro-7-(4-thiomorpholinyl)-6-(2,3,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2,6-difluorophenyi)-7-(2,4-dimethyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

20 

7-(4-methyl-1 -pi peridi nyl)-5-am i no-6-(2-ch loro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluorophenyl)-7-(2,5-dihydro-1 H-pyrroi-1 - 
25 yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fIuorophenyl)-7-(2,5-dimethyl-2,5-dihydro-1H-pyrrol-1- 
yl}[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

30 5-chloro-6-(2-chloro-6-fluorophenyl)-7-(2-ethyi-1 H-imidazoi-1 - 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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7-(4-bromo-1-piperidinyl)-5-chloro-6-(2-chIoro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5- chIoro-6-(2-methylphenyi)-7-(4-thiornorpholinyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

6- (2-bromophenyl)-N-(sec-butyl)-5-chioro[1 ^^Jtriazolo^.S-alpyrimidiiW- 
amine; 

5-chloro-N-ethyl-6-(4-methoxyphenyI)-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5- a]pyrimidin-7-amine; 

5-chloro-6-(4-methoxyphenyl)-7-(4-thiomorpholinyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-7-(4-chloro-1-piperidinyl)-6-[2- 
{trifluoromethyl)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-(trifluoromethyl)-1- 
piperidinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7- (4-bromo-1 -piperidinyl)-5-chloro-6-(2,6-difluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

7-(4-bromo-1 -piperidinyi)-5-chloro-6-(2-chiorophenyl)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 
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5-chloro-N-isopropyl-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- a]pyrimidin-7- 
amine; 

S-chloro-T^-thiomorpholinyO-e^^.e-trifluorophenyOII^^ltriazolotl.S- 
5 a]pyrimidine; 

7-(1-azepanyl)-5-chloro-6-(2,4,6-trifluorophenyl)[1 I 2,4]triazolo[1,5- 
a]pyrimidine; 

10 5-chloro-6-(2-chloro-6-fluorophenyl)-7-[2-(1-pyrrolidinyl)-1-cyclopenten-1- 
yl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-7-(4-isopropyl-1 -piperidinyl)-6-(4-methoxyphenyl)[1 ,2,43triazolo[1 ,5- 
ajpyrimidine; 

15 

5-chloro-7-(2,4-dimethyl-1-piperidinyl)-6-(4-methoxyphenyi)[1 ) 2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-7-[ethyl(2-methyl-2-propenyl)amino]-6-{4- 
20 nitrophenyl}[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1-azepanyl)-5-chloro-6-{4-nitrophenyl}[1 ^^triazolotl^-ajpyrimidine; 

N-bicycIop^.llhept^-yl-S-chloro-e^^^-trifluorophenyOtl^^ltriazolofl.S- 
25 a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluorophenyl)-N-(2,2,2-trifluoroethyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

30 5-chloro-6-(2-chiorophenyl)-N-(2,2,2-trifluoroethyi)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 
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5-chloro-6-(2-chioro-6-fluorobenzyl)-7-tetrahydro-2-furanyl[1,2,4]triazolo[1,5- 
a]pyrimidine; 

7-(allylsulfanyi)-5-chIoro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazoio[1,5- 
5 a]pyrimidine; 

5-chloro-N-ethyl-6-mesityl-N-(2-methyl-2-propenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

10 5-chloro-N-ethyl-6-(2-methoxyphenyl)-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

S-chioro-e^-chloro-e-fluorophenyO-N-hexylll^^ltriazoloII.S-ajpyrimidin^- 
amine; 

15 

5-chloro-7-(4-methyl-1-piperidinyl)-6-[4- 
(methylsulfanyl)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-[4- 
20 (methylsulfanyl)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

N-(sec-butyl)-5-chloro-6-[4-(methylsulfanyl)phenyl][1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

25 5-chloro-6-[4-(methylsulfanyl)phenyl]-7-(4-thiomorpholinyl)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

5-chloro-6-[2,6-dichloro-4-(trifluoromethyi)phenyl]-7-(4-methyl-1- 
piperidinyt)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

30 
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7-(1-azepanyl)-5-chloro-6-[2,6-dichloro-4- 
(trifluoromethyl)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fIuorophenyl)-7-[(2,2,2- 
trifluoroethyl)sulfanyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-ch loro-6-(2-ch loro-6-f I uorophenyl)-7-(4 ,4-d imethyl- 1 - 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-[2,6-dichloro-4-(trifluoromethyl)phenyl]-N-ethyl-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-[2,6-dichloro-4-(trifIuoromethyl)phenyi]-7-(4- 
thiomorpholinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(3,5-difluorophenyl)-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fiuorophenyl)-7-(isopropylsulfanyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chtoro-6-(2-chloro-6-fluorophenyl)-7-tetrahydro-2-furanyl[1,2 ) 4]triazolo[1,5- 
a]pyrimidine; 

4-[5-chloro-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazo!o[1 ,5-a]pyrimidin-6-yl]aniline; 

N-{4-[5-chloro-7-(4-methyi-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-6- 
yl]phenyl}acetamide; 



[5-chloro-6-(2-chloro-6-fluorophenyi)[1 I 2,4]triazolo[1 ) 5-a]pyrimidin-7-yl]methyi 
acetate; 
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5-chloro-6-(2-chloro-6-fluorophenyl)-7-(chloromethyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

diethyl 2-[6-(2-chloro-6-fluorophenyl)-7-(4-methyl-1 - 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-5-yl]malonate; 

7-(1-azepanylmethyl)-5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1,5- 
a]pyrimidine; 

N-ally!-5-chloro-6-(2-chIoro-6-fluorophenyl)-N-hexyl[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-7-(4-methyl-1-piperidinyl)-6-[4- 
(trifiuoromethoxy)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-7-(4-methyl-1 -piperidinyl)-6-(4-phenoxyphenyi)[1 ,2,43triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(cyclopropylmethyl)-N- 
propyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-7-(2-methyl-1-piperidinyl)-6-(4-phenoxyphenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-{2-chloro-4-nitrophenyl}-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(4-chloro-2,3,5,6-tetrafluorophenyl)-N- 
cyclopentyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 
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4- [5-chloro-2-methyl-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 
6-yl]-N,N-dimethyIaniline; 

6- (2-chloro-6-fluorophenyl)-5-methyl-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5- chloro-6-(2-chloro-6-fluorophenyl)-7-[2-(1 -pyrrol id inyl)-1 -cyclohexen-1 - 
yl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyi)-7-(methoxymethyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-{2-chloro-4-nitrophenyI}-7-[ethyl(2-rnethyl-2- 
propenyl)amino][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-bromo-6-(2-chloro-6-fluorophenyl)-7-(isopropylsulfanyl)[1,2,4]triazolo[1,5- 
ajpyrimidine; 

5-ch loro-N -cyclopentyl-6-(4-ethoxy-2 ,3,5,6- 
tetrafluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-methyl-N-(2-methyl-2-propenyl)-6-(2,4 J 6- 
trifluorophenyl)[1 ,2,4]triazoIo[1 ,5-a]pyrimidin-7-amine; 

4-bromo-1-[5-chloro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin- 

7- yl]butyl acetate; 

diethyl 2-allyl-2-{[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-yl]oxy}malonate; 
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6-(2-chloro-6-fluorophenyl)-N-ethyl-5-methyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 7- 
amine; 

N-butyl-5-chloro-N-ethyl-6-(2,3,4,5,6-pentafluorophenyl)[1,2,4]triazoio[1,5- 
a]pyrimidin-7-amine; 

6-(2-chloro-6-fiuorophenyl)-5-(difluoromethoxy)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[(4- 
chlorophenyl)sulfanyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[(2- 
methoxyphenyl)sulfanyf][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(1,2,2- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,3,4,5 I 6-pentafluorophenyl)-N-(1,2,2- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,4,6-trifluorophenyl)-N-(1 ,2,2-triinethyIpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(4-fluorophenyl)-N-(1 ,2,2- trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5,7-bis(4-methyl-1-piperidinyl)-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 
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5-chloro-6-(2-methylphenyl)-N-(1 ,2,2-trimethyipropyl)[1 ,2,4]triazolo[1 ,5- 
aJpyrimidin-7-amine; 

5- chloro-6-(2,4,5-trifluoropheny!)-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

6- (2-bromophenyl)-5-chloro-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-N-isobutyl-N-(2,2,2-trifluoroethyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-isobutyl-6-(2-methylphenyl)-N-(2,2,2- 
trifluoroethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-ch!oro-6-fluorophenyl)-N-(2,2,2-trifluoro-1- 
methylethyi)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluorophenyl)-N-(2,2,2-trifluoro-1- 
m ethyl ethyl )[1 ,2,4]triazolo[1 ,5-a]pyrimtdin-7-amine; 

5-chloro-N-(2,2,2-trifluoro-1-methylethyI)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

N-allyl-5-chloro-N-isobutyl-6-(2,4,6-trifIuorophenyl)[1,2,4]triazolo[1 ( 5- 
a]pyrimidin-7-amine; 

5-chloro-N-(1 ,2-dimethylpropyl)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 
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5-chloro-N-isopropyl-N-methyl-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-N-isopropyl-N-(2,2,2-trifluoroethyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 .S-aJpyrimidin-Z-amine; 

7-butyl-5-chloro-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazoIo[1,5-a]pyrimidine; 

5-chloro-N-(1 -phenylethyl)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chioro-6-(2-ch[orophenyl)-N-(2,2,2-trifiuoro-1-methylethyl)[1 ) 2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

S-chloro-N-ethyl-N-isobutyl-e^^.e-trifluorophenyOfl^^ltriazolotl.S- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-hexyl[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-6-(2-methylphenyl)-N,N-bis(2,2,2-trifluoroethyl)[1,2,43triazolo[1 ) 5- 
a]pyrimidin-7-amine; 

5-ch!oro-N-cyclopentyl-N-methyl-6-(2,3,4,5,6- 
pentafluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-butyl-5-chioro-6-(2,6-difluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-N-(1,2-dimethylpropyl)-N-methyl-6-(2,3,4,5,6- 
pentafluoropheny!)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-{2-chloro-6-fluorophenyl)-7-phenyl[1,2,4]triazolo[1,5-a]pyrimidine; 
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5-chioro-6-(2-chioro-6-fluorophenyl)-7-(2-methylpropanyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-64luorophenyl)-7-pentyl[1,2,4]triazoio[1,5-a]pyrimidine; 

5-chloro-N-(1,2-dimethylpropyl)-N-methyl-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyI)-7-cyclohexyl[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-bromo-5-chlorophenyl)-N-(2,2,2-trifIuoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a3pyrimidin-7-amine; 

S-chloro-e^-chloro-S-fluorophenylK-CS.S.S-trifluoropropyOCI^^ltriazolotl.S- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-iluorophenyl)-7-(3-methylphenyl)[1,2,4]triazofo[1,5- 
a]pyrimidine; 

[5-chIoro-6-(2,4,6-trifluorophenyl)-[1,2,4]triazolo[1,5-a]pyrimidin-7-yl3-(1-p- 
tolyl-ethyl)-amine; 

5-chloro-6-(2,4,6-trifluoro-phenyl)-7-cyclohexyl[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-7-cyclohexyl-6-(2,3,4,5,6-pentafluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(4,4-difluoro-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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7-(bicyc!o[2.2.1]hept-2-ylamino)-5-chloro-6-{2-fluoro-4- 
nitrophenyl}[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-{2-fluoro-4-nitrophenyI}-7-(4-methyl-1-piperidinyl)[1,2,4]triazolo[1,5- 
ajpyrimidine; 

5-(methylsulfanyl)-6-(2-chloro-6-fluorophenyl)-7-cyclohexyl[1,2,4]triazolo[1,5- 
a]pyrimidine; 

[5-chloro-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yi] (2,2,2- 
trifluoro-1 -phenylethyl)-amine; 

5-chloro-N-[1-(trifluoromethyl)propyl]-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a3pyrimidin-7-amine; 

5- bromo-6-{2-chloro-6-fluorophenyl)-7-cyclohexyi[1,2,4]triazolo[1,5- 
a]pyrimidine; 

6- (2-chloro-6-fluorophenyl)-7-cyclohexyl[1,2,4]triazolo[1,5-a]pyrimidin-5- 
amine; 

[5-chloro-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-yl]-(2- 
methyI-1-trifluoromethyl-propyl)amine; 

5-chloro-7-(3-cycIohexen-1 -yl)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-(1 -cyclohexen-1 -yl)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 
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5-chloro-N-[(1 R)-2,2 ! 2-trifluoro-1 -methylethyl]-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5- chloro-N-[( 1 R)-2 ,2 ,2-trif I uo ro- 1 -methyiethyl]-6-(2 ,4 ,6- 
trifluorophenyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7-amine; 

6- (2,4-difluorophenyl)-5-chloro-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,6-dif!uoro-4-methoxyphenyl)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-N-(2,2 ) 2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-7-cyclohexyl-6-(2,6-difluoro-4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-N-[(1S)-2,2,2-trifluoro-1- 
methylethyl][1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7- cyclohexyl-6-(2,6-difluoro-4-methoxyphenyI)-5-methoxy[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-7-(4-fluorocyclohexyl)-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2,6-dichIoro-4-fluorophenyI)-7-(3,3,3- 
trifluoropropyl)[1 ,2,4]trtazolo[1 ,5-a]pyrimidin-7-amine; 
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N-(sec-butyI)-5-chloro-6-(2,6-dichforo-4-fIuorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

4- {5-chloro-7-[(2,2,2-trifluoro-1-methylethyl)amino][1 ( 2,4]triazolo[1,5- 
5 a]pyrimidin-6-yi}-3,6-difiuorophenol; 

5- chloro-7-(3-cyclohexen-1-yl)-6-(2,6-difluoro-4- 
methoxy phenyl )[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

10 5-chloro-6-(2,6-difluoro-4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
amine; 

5-ch loro-N -cyclopentyi-6-(2 , 6-d ifluoro-4-methoxyp h enyl )[1 ,2 ,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

15 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(3,6-dihydro-1 (2H)- 
pyridinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(4- 
20 thiomorpholinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1-azepanyl)-5-chloro-6-(2,6-difluoro-4-methoxyphenyl)[1,2,4]triazolo[1,5- 
ajpyrimidine; 

25 5-chloro-6-(2,6-difiuoro-4-methoxyphenyl)-N-(1 ,2,2- 
trimethylpropyl)[1 ,2,4]triazoIo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-N-ethyl-N-(2-methyl-2- 
propenyi)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

30 
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5- chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(4- 
f!uorocyclohexyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

6- (4-{5-chioro-7-[(2,2,2-trifluoro-1 -methylethyl)amino][1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-6-yl}-3,5-difluorophenoxy)hexanoic acid; 

2,6-difiuoro-4-{2-fluoroethoxy)phenyl]-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7-amine; 

5-chioro-N-isopropyl-6-{2-[{trifluoromethyl)sulfanyl]phenyi}[1,2,4]triazoio[1,5- 
a]pyrimidiri-7-amine; 

5-chloro-N-[4-(trifluoromethyI)phenyl]-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-ch loro-N-(4 ,4 ,4-triflu o ro-2-methyl butyl )-6-(2 ,4 ,6- 
trifluorophenyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difiuoro-4-methoxyphenyl)-7-(3-methyl-3- 
butenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-isobutyl[1,2,4]triazolo[1,5- 
a]pyrimidine; 

7-cyclopentyl-6-(2,6-difluoro-4-methoxyphenyl)-5-methoxy[1,2,4]triazolo[1 I 5- 
ajpyrimidine; 

5-chloro-6-(2-thienyl)-N-[(1 R)-2,2,2-trifluoro-1-methylethyl[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 
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4- (5-chloro-7-(2,2,2-trifluoro-1 -methyl-ethy!amino)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-6-yl]-3,5-difluoro-phenol; 

{5-chloro-6-[2,6-difluoro-4-(2,2,2-trifluoro-ethoxy)-phenyl]-[1,2,4]triazolo[1,5- 
a]pyrimidin-7-ylH2,2 ( 2-trifluoro-1-methyl-ethyl)amine; 

5- chloro-6-{2,6-difluoro-4-(methoxyphenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazo!o[1 ,5-a]pyrimidin-7-amine; 

(5-chloro-6-{4-[2-(2-ethoxyethoxy]-ethoxy]-2,6-difluoro- 
phenyl}[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-y[-)-(2,2,2-trifluoro-1 - 
methytethyl)amine; 

(5-chloro-6-{2,6-difluoro-4-[2-(2-methoxy-ethoxy)ethoxy]-phenyl}- 

[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl-)-(2,2,2-trifluoro-1 -methylethyl)amine; 

5-chloro-6-[2,6-difluoro-4-(3-furan-3-ylmethoxy)phenyl[1,2,4]triazolo[1,5- 
a]pyrimidin-7-yl}-N-(2,2,2-trifluoro-1-methylethyl)amine; 

5-chloro-6-(2,5-difluoro-4-methoxyphenyl)-N-(1,2,2- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-cyclohexyl-6-[2,6-difluoro-4-(2-methoxyethoxy)phenyl]-5- 
methoxy[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-fluoro-4-methoxy-6-chiorophenyl)-N-(2,2,2-trifluoro-1- 
methy[ethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-[2,6-difluoro-4-(2-fluoroethoxy)phenyl]-N-ethyl-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 
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2-[2-(4-{5-chloro-7-[(2 ) 2,2-trifluoro-1 -methylethyl)amino][1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-6-yl}-3,5-difluorophenoxy)ethoxy]ethanol; 

5-chloro-6-(2,3-difluoro-4-methoxyphenyl)-N-(2,2,2-trifluoro-1- 
methylethyi)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-{4-(2-f!uoroethoxy)-2 J 6-difluorphenyl}-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-(4-chlorobenzyl)-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fiuorophenyl)-7-[4-(2-pyridinyl)-1- 
piperazinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(1-ethylpentyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-(2-chlorophenyi)-1- 
piperazinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-(4-methoxyphenyl)-3-methyl-1- 
piperazinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-N-cyclopentyl-6-(2-chloro-6-fluorophenyl)[1,2,4]triazoio[1,5- 
a]pyrimidin-7-amine; 

5-chloro-7-phenoxy-6-(4-methoxy-phenyl)[1,2,4]triazolo[1 J 5-a]pyrimidine; 



5-chloro-N-cyclopentyl-6-(4-methylphenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 
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5,7-diphenoxy-6-(4-methoxyphenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chioro-N-cycIopentyl-6-(2-chlorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-N,N-diethyl-6-[4-methoxyphenyl][1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

S-chloro-N.N-diethyl-e-p^-dichlorophenylJtl^^Jtriazolotl.S-alpyrimidin-Z- 
amine; 

N-bicyclo[2.2.1]hept-2-yl-5-chloro-6-(2,4-dichlorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chioro-6-fluorophenyl)-7-(1,4-dioxa-8-azaspiro[4.5]dec-8- 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-cyano-7-(4-methyl-1-piperidinyl)-6-(2-chloro-5- 
fluorophenyi)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-(methylsulfanyl)-7-(4-methyl-1-piperidinyl)-6-(2-ch!oro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-(methylsu!fany[)-7-(4-methyl-1-piperidinyl)-6-(2-chloro-5- 
(methylsuffanyi)phenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-7-(1,4-dioxa-8-azaspiro[4,5]dec-8-yl)-6-(4- 
methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-N-ethyl-N-(2-methyi-2-propenyl)-6-(4- 
(methylsulfanyl)phenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-amine; 
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2-methy!-6,7-di-(4-methoxyphenyl)[1,2,4]triazolo[1 ) 5-a]pyrimidine; 

2-methyl-6-phenyl-7-(4-chlorophenyl)[1 ,2,4]triazolo[1,5-a]pyrimidine; 

24rifluoromethyl-6-pheny!-7-(4-methoxyphenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5,7-diphenoxy-6-(2-methylpropyl)[1 I 2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-6-(3,4-difluorophenyl)-N-(isopropyi)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-bromo-6-(4-bromophenyl)-7-dimethylamino[1,2,4]triazoio[1,5-a]pyrimidine; 

5-bromo-6-(44rifluoromethy]pheny!)-7-dimethylamino[1,2 r 4]triazolo[1,5- 
a]pyrimidine; 

S-chioro-e-fS^-difluorophenyl^-dimethylaminofl^^Jtriazolofl^- 
a]pyrimidine; 

5-chloro-6-(4-trifluoromethylphenyl)-N-(ethyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

7-(1-azepanyl)-5-chloro-6-(4-tert-butylphenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 
ethyl {[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yl]amino}acetate; 

diethyl 5-chloro-6-(2,6-difluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
malonate; 

5-chloro-6-(2,5-difiuorophenyl)-N-(3-methyl-2-butenyi)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 
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[5-chloro-6-(2-chloro-6-fluorophenyi)-[1 I 2,4]triazolo[1,5-a]pyrimidin-7-yl]acetic 
acid methyl ester; 

5-chIoro-6-(2,6-difluorophenyl)-7-(2-ethyl-1 H-imidazoI-1-yI)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-N,N-diethyl-6-[4-(methylsuifanyl)phenyl][1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

ethyl [6-(2-chloro-6-fluorophenyl)-7-(4-methyl-1-piperidinyl)- [1 ,2,4]triazolo[1 ,5- 
a] py ri m id i n-5-y I] a cetate ; 

5-chloro-N-ethyl-N-(2-methyi-2-propenyl)-6-(4- 
phenoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

dimethyl 2-[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 
7-yl]malonate; 

diethyl 2-{[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yl]oxy}-2-isobutylmalonate; 

2-[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl]-1 ,3- 
cyclohexanedione; 

2-[5-chloro-6-(2-ch!oro-6-fluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
yl]cyclohexanone; 

5-chloro-7-(3-nitro-4-methylanilino)-6-(2, 4, 6-trifluorophenyl) 
[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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7-cyciohexyi-6-[2,6-difluoro-4-(2-methoxyethoxy)phenyi]5-(2- 
methoxyethoxy)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(3-bromophenyl)-2-ethyl-6-(4-methoxyphenyl)[1,2 J 4]triazolo[1,5- 
a]pyrimidine; 

/-(S-bromophenyO-e-Ca-chlorophenyl^-ethyltl^^Jtriazolotl.S-aJpyrimidine; 

7-(4-bromophenyl)-2-ethyl-6-[4-(trifluoromethyl)phenyl][1,2,4]triazolo[1 ) 5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(3,4,5- 
trimethoxybenzyl)[1 ,2,4jtriazolo[1 ,5-a]pyrimidin-7-amine; 

7-(2-benzy!-4,5-dihydro-1H-im}dazol-1-yl)-5-chloro-6-(2-chloro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

N-4-[5-chloro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-yl- 
N,N-1-diethyl-1,4-pentanediamine; 

5-chloro-N-(3-methyl-2-butenyl)-6-phenyl[1,2,4]triazo!o[1,5-a]pyrimidin-7- 
amine; 

5-dimethylamino-6-phenyl-N-cyclopentyl[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5- chloro-7-[(2-fui7lmethyl)sulfanyl]-6-(4-methoxyphenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

6- [1 ,1 '-biphenyl]-4-yi-5-chloro-N-cyclopentyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
amine; 
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e-^-CbenzyloxyJphenyO-S-chloro-N-isopropyitl^^ltriazoloII.S-alpyrimidin-?- 
amine; 

5-ch loro-N-[(2 , 2-d ich lorocyclo p ro pyl ) methyl]-6-(3 ,4 , 5- 
trimethoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

N-cyclopentyl-6-(2-fluorophenyl)-5-hydrazino[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5- chloro-N-ethyl-6-(2-methylphenyl)[1,2,4]triazo]o[1,5-a]pyrimidin-7-amine; 

6- (4-tert-butylphenyl)-5-chIoro-N-isopropyl[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-6-[2,6-difluoro-4-[(3-methyl-2-butenyl)oxy]phenyi]-N-(2,2,2-trifluoro-1- 
methylethyl)-l[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-[2,6-difluoro-4-(1-propenyloxy)pheny!]-N-(2 J 2,2-trifluoro-1- 
methylethyl)-l[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-(3-tricyclo[2.2. 1 .0 2,6 ]hept-1 -yl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-azido-7-cyclohexyl-6-{2-fluoro-6-chlorophenyl) [1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

5-azido-6-[2-chloro-6-fluorophenyl]-7-(4-methyi-1- 
piperidinyl)[1 ,2,4]triazoIo[1 ,5-a]pyrimidine; 
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2,5-dichloro-7-(4-methyl-1-piperidinyl)-6-[2-chloro-6- 

fluorophenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine or a pharmaceutically acceptable 
salt thereof is administered. 

5 67. The method according to claim 1 wherein the cancerous tumor cells are 
selected from the group consisting of breast, colon, lung, prostate, 
melanoma, epidermal, leukemia, kidney, bladder, mouth, larynx, esophagus, 
stomach, ovary, pancreas, liver, skin and brain. 

10 68 The method according to claim 23 wherein the cancerous tumor cells are 
selected from the group consisting of breast, colon, lung, prostate, 
melanoma, epidermal, leukemia, kidney, bladder, mouth, larynx, esophagus, 
stomach, ovary, pancreas, liver, skin and brain. 

15 69, The method according to claim 45 wherein the cancerous tumor cells are 
selected from the group consisting of breast, colon, lung, prostate, 
melanoma, epidermal, leukemia, kidney, bladder, mouth, larynx, esophagus, 
stomach, ovary, pancreas, liver, skin and brain. 

70. A pharmaceutical composition for treating or inhibiting the growth of 
20 cancerous tumour cells and associated diseases in a mammal in need 
thereof comprising an effective amount of a compound of Formula (I): 
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(I) 



wherein: 

5 R 1 is selected from the group consisting of halogen, an optionally substituted 
alkyl of 1 to 12 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, alkoxy of 1 to 12 carbon 
atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, -CN, hydroxy, 

10 halogen, carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, 
heterocyclyl, optionally substituted bicycloalkyl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 
to 12 carbon atoms, thiophene, optionally substituted cycloalkenyl of 5 to 10 

15 carbon atoms in which one -CH 2 - may also be replaced by -O-, -S-, or - 
NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 
or 14 carbon atoms, -S-alkyl of 1 to 12 carbon atoms, -S-cycloalkyl of 3 to 8 
carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, -S0 2 aryl of 6, 10 or 14 
carbon atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, -S0 2 alkyl of 1 to 12 

20 carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms, and the moiety -NR a R b ; 

R a is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 
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2 to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 carbon 
atoms, optionally substituted cycloalkyl of 3 to 8 carbon atoms, in which one 
-CH 2 - may also be replaced by -0-, -S-, or -NR' where R' is H or an alkyl 
group of 1 to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 
5 carbon atoms, in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' 
where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally substituted 
bicycloalkyl of 5 to 10 carbon atoms, optionally substituted tricycloalkyl, 
haloalkyl of 1 to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, 
heterocyclyl, benzyl, optionally substituted benzyl, cycloalkyl of 3 to 8 carbon 
10 atoms or a 3- to 6-membered heterocyclyl ring, optionally ortho-fused with an 
optionally substituted phenyl ring ; 

R b is H, an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 2 

15 to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, 
optionally substituted aryl of 6, 10 or 14 carbon atoms, optionally substituted 
bicycloalkyl of 5 to 10 carbon atoms, optionally substituted cycloalkyl of 3 to 
10 carbon atoms in which one -CH 2 - may also be replaced by-O-, -S-, or 
-NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally 

20 substituted cycloalkenyl of 5 to 1 0 carbon atoms in which one -CH 2 - may also 
be replaced by -0-, -S-, or -NR' where R' is H or an alkyl group of 1 to 12 
carbon atoms, -S-aryl of 6, 10 or 14 carbon atoms, -S-aikyl, -S-alkenyl, 
-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl, -S0 2 alkyl, -O-aryl of 6, 
10 or 14 carbon atoms, heterocyclyl, benzyl, optionally substituted benzyl, 

25 cycloalkyl of 3 to 8 carbon atoms or a 3- to 6-membered heterocyclyl ring, 
optionally ortho-fused with an optionally substituted phenyl ring ; 
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R a R b together with the nitrogen atom to which each is attached represent an 
optionally substituted saturated or unsaturated heterocyclyl ring from 3 to 12 
ring atoms in which optionally, at least one -CH 2 - may optionally be 
replaced by -O-, -S-, or-NR where R is H or an alkyl group of 1 to 12 carbon 
5 atoms, said saturated or unsaturated heterocyclyl ring may optionally be aryl 
or cycloalkyl fused; 

R 2 is H, optionally substituted alkyl of 1 to 12 carbon atoms, amino, hydroxy, 
alkyithio of 1 to 12 carbon atoms, cyano, carbamoyl, optionally substituted 
10 alkoxy of 1 to 12 carbon atoms, optionally substituted cycloalkyl of 3 to 8 
carbon atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, 
carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, aryloxy, benzyloxy, thienyl, 
heterocyclyl or halogen; 

15 R 3 is H, halogen, alkyl of 1 to 12 carbon atoms, alkoxy of 1 to 12 carbon 
atoms, aryloxy, -NR c R d , benzyloxy, aralkyloxy, haloalkoxy of 1 to 12 carbon 
atoms, alkyithio of 1 to 12 carbon atoms, heterocyclyl, aryl, hydroxy, 
carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, cyano, amino, 
alkylamino of 1 to 12 carbon atoms, dialkylamino of 1 to 12 carbon atoms, or 

20 -N 3 ; 

R c is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloaikyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 

25 substituted aikadienyl of 4 to 12 carbon atoms, optionally substituted 
cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also be 
replaced by -0-, -S-, or -NR' where R is H or an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 
one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or an 

30 alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 to 
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10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 

R d is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
5 of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, optionally substituted 
cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also be 
replaced by -0-, -S-, or -NR where R is H or an alkyl group of 1 to 12 carbon 
10 atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 
one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or an 
alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 

15 

R c R d together with the nitrogen atom to which each is attached represent an 
optionally substituted heterocyclyl ring from 3 to 8 ring atoms optionally 
substituted in which one-Ch^- may also be replaced by-O-, -S-, or-NR' 
where R' is H or alkyl of 1 to 12 carbon atoms; 

20 

R 4 is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkoxy of 1 to 12 carbon atoms, amino, alkyl amino of 1 to 12 
carbon atoms, dialkylamino of 1 to 12 carbon atoms, alkylthio of 1 to 12 
carbon atoms, halogen, cyano, carboxy, alkoxycarbonyl of 2 to 12 carbon 
25 atoms, heterocyclyl, halogen, carbamoyl, optionally substituted aryl of 6, 10 or 
14 carbon atoms, or -CF 3 ; 

provided that when: a) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethyl phenyl, 3,4-dichlorophenyi, 4-chlorophenyl, 3-chloro-4- 
methoxyphenyl; b) R 1 is diethylamino, R 3 is bromo, R 4 is hydrogen, R 2 is not 
30 4-trifiuoromethylphenyl; c) R 1 is isopropylamino, R 3 is chloro, R 4 is hydrogen, 
R 2 is not 2-benzyloxyphenyl or 3,4,5-trimethoxyphenyl; d) R 1 is 
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cyclopentylamino, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyf, 2-napthyl or 2-stilbene; e) R 1 is 2-amino- 
bicyclo(2.2.1 .)heptyi, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyi and f) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
5 not 4-trifluoromethyiphenyl and g) R 1 is 1 ,1 ,1-trifluoroethoxy, R 3 is chloro, R 4 
is hydrogen, R 2 is not 2-chloro-6-fluorophenyl h) R 1 is -S0 2 ethyl or- 
S0 2 cyclopentyl, R 3 is chloro, R 4 is hydrogen, R 2 is not 2-chloro-6-fluorophenyl; 
i) R 4 is hydrogen, R 2 is 2-chloro-6-fluorophenyi, R 1 and R 3 are not 1,2,4- 
triazole; j) R 1 is cyclohexyl, R 4 is hydrogen, R 2 is 2,4,6-trifluorophenyl, and R 3 
10 is not -OCH 2 0 2 C(CH3)3 ; k) R 1 is 2-thienyl, R 4 is ethyl, R 3 is 

hydrogen and R 2 is not 2-methoxyphenyl, 4-methoxyphenyl, and 4- 
trifluorophenyl; I) R 2 is phenyl, R 3 is chloro, R 4 is hydrogen R 1 is not (2E)-3,7- 
dimethyl-2,6-octadienyl or a pharmaceutically acceptable salt thereof in 
association with a pharmaceutically acceptable carrier. 



71 . A pharmaceutical composition for treating or inhibiting the growth of 
cancerous tumour cells and associated diseases in a mammal in need 
thereof by interacting with tubulin and microtubules by promotion of 
microtubule polymerization which comprises an effective amount of a 
20 compound of Formula (I): 



15 




(I) 
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wherein: 

R 1 is selected from the group consisting of halogen, an optionally substituted 
aikyi of 1 to 12 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
5 substituted alkadienyi of 4 to 12 carbon atoms, alkoxy of 1 to 12 carbon 
atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, -CN, hydroxy, 
halogen, carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, 
heterocyclyl, optionally substituted bicycloalkyl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 

10 may also be replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 
to 12 carbon atoms, thiophene, optionally substituted cycloalkenyl of 5 to 10 
carbon atoms in which one -CH2- may also be replaced by -O-, -S-, or 
-NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 
or 14 carbon atoms, -S-alkyl of 1 to 12 carbon atoms, -S-cycloalkyl of 3 to 8 

15 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, -S0 2 aryl of 6, 10 or 14 
carbon atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, -S0 2 alkyl of 1 to 12 
carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms, and the moiety -NR a R b ; 

R a is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
20 substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 
2 to 12 carbon atoms,optionally substituted alkadienyi of 4 to 12 carbon 
atoms, optionally substituted cycloalkyl of 3 to 8 carbon atoms, in which one 
-CH 2 - may also be replaced by -O-, -S-, or -NR' where R' is H or an alkyl 
group of 1 to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 
25 carbon atoms, in which one -CH 2 - may also be replaced by -0-, -S-, or -NR' 
where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally substituted 
bicycloalkyl of 5 to 10 carbon atoms, optionally substituted tricycloalkyl, 
haloalkyl of 1 to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, 
heterocyclyl, benzyl, optionally substituted benzyl, cycloalkyl of 3 to 8 carbon 
30 atoms or a 3- to 6-membered heterocyclyl ring, optionally ortho-fused with an 
optionally substituted phenyl ring ; 



R b is H, an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 2 
to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, 
optionally substituted aryl of 6, 10 or 14 carbon atoms, optionally substituted 

5 bicycloalkyl of 5 to 10 carbon atoms, optionally substituted cycloalkyl of 3 to 
1 0 carbon atoms in which one -CH 2 - may also be replaced by -O-, -S-, or 
-NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally 
substituted cycloalkenyl of 5 to 10 carbon atoms in which one -CH 2 - may also 
be replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 to 12 

10 carbon atoms, -S-aryl of 6, 10 or 14 carbon atoms, -S-alkyl, -S-alkenyl, 

-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl, -S0 2 alkyl, -O-aryl of 6, 
10 or 14 carbon atoms, heterocyclyl, benzyl, optionally substituted benzyl, 
cycloalkyl of 3 to 8 carbon atoms or a 3- to 6-membered heterocyclyl ring, 
optionally ortho-fused with an optionally substituted phenyl ring ; 

15 

R a R b together with the nitrogen atom to which each is attached represent an 
optionally substituted saturated or unsaturated heterocyclyl ring from 3 to 12 
ring atoms in which optionally, at least one -CH 2 - may optionally be 
replaced by -O-, -S-, or -NR where R is H or an alkyl group of 1 to 12 carbon 
20 atoms, said saturated or unsaturated heterocyclyl ring may optionally be aryl 
or cycloalkyl fused; 

R 2 is H, optionally substituted alkyl of 1 to 12 carbon atoms, amino, hydroxy, 
alkylthio of 1 to 12 carbon atoms, cyano, carbamoyl, optionally substituted 
25 alkoxy of 1 to 12 carbon atoms, optionally substituted cycloalkyl of 3 to 8 
carbon atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, 
carboxy, alkoxycarbonyi of 2 to 12 carbon atoms, aryloxy, benzyloxy, thienyl, 
heterocyclyl or halogen; 

30 R 3 is H, halogen, alkyl of 1 to 12 carbon atoms, alkoxy of 1 to 12 carbon 

atoms, aryloxy, -NR°R d , benzyloxy, aralkyloxy, haloalkoxy of 1 to 12 carbon 

-343- 



atoms, alkylthio of 1 to 12 carbon atoms, heterocyclyl, aryi, hydroxy, 
carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, cyano, amino, 
alkylamino of 1 to 12 carbon atoms, diaikylamino of 1 to 12 carbon atoms, or 
-N 3 ; 

5 

R c is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, optionally substituted 

10 cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also be 

replaced by -0-, -S-, or-NR' where R is H or an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 
one -CH 2 - may also be replaced by -O-, -S-, or-NR where R is H or an 
alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 to 

15 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 

R d is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 

20 atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, optionally substituted 
cycloalkyl of 3 to 1 0 carbon atoms, in which one -CH 2 - may also be 
replaced by -0-, -S-, or-NR where R is H or an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 

25 one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or an 
alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 



30 



R c R d together with the nitrogen atom to which each is attached represent an 
optionally substituted heterocyclyl ring from 3 to 8 ring atoms optionally 
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substituted in which one -CH 2 - may also be replaced by -O-, -S-, or-NR' 
where R' is H or alkyl of 1 to 12 carbon atoms; 

R 4 is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkoxy of 1 to 12 carbon atoms, amino, alkyl amino of 1 to 12 
carbon atoms, dialkylamino of 1 to 12 carbon atoms, alkylthio of 1 to 12 
carbon atoms, halogen, cyano, carboxy, alkoxycarbonyl of 2 to 12 carbon 
atoms, heterocyclyl, halogen, carbamoyl, optionally substituted aryl of 6, 10 or 
14 carbon atoms, or-CF 3 ; 

provided that when: a) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethylphenyl, 3,4-dichlorophenyl, 4-chlorophenyl, 3-chloro-4- 
methoxyphenyl; b) R 1 is diethylamino, R 3 is bromo, R 4 is hydrogen, R 2 is not 
4-trifluoromethylphenyl; c) R 1 is isopropylamino, R 3 is chloro, R 4 is hydrogen, 
R 2 is not 2-benzyloxyphenyl or 3,4,5-trimethoxyphenyl; d) R 1 is 
cyclopentylamino, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl, 2-napthyl or 2-stilbene; e) R 1 is 2-amino- 
bicyclo(2.2.1.)heptyl, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl and f) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethylphenyl and g) R 1 is 1 ,1 ,1-trifluoroethoxy, R 3 is chloro, R 4 
is hydrogen, R 2 is not 2-chloro-6-fluorophenyl h) R 1 is -S0 2 ethyl or 
-S0 2 cyclopentyl, R 3 is chloro, R 4 is hydrogen, R 2 is not2-chloro- 
6-fluorophenyl; i) R 4 is hydrogen, R 2 is 2-chloro-6-fluorophenyl, R 1 and R 3 are 
not 1 ,2,4-triazole; j) R 1 is cyclohexyl, R 4 is hydrogen, R 2 is 2,4,6- 
trifluorophenyl, and R 3 is not -OCH 2 0 2 C{CH3)3 ; k) R 1 is 2-thienyl, R 4 is ethyl, 
R 3 is hydrogen and R 2 is not 2-methoxyphenyl, 4-methoxyphenyl, and 4- 
trifluorophenyl; I) R 2 is phenyl, R 3 is chloro, R 4 is hydrogen R 1 is not (2E)-3,7- 
dimethyl-2,6-octadienyl or a pharmaceutical^ acceptable salt thereof together 
with a pharmaceutically acceptable carrier. 

72. A pharmaceutical composition comprising a compound of Formula (I): 
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(I) 



5 wherein: 

R 1 is selected from the group consisting of halogen, an optionally substituted 
aikyl of 1 to 12 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, alkoxy of 1 to 12 carbon 

10 atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, -CN S hydroxy, 
halogen, carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, 
heterocyclyl, optionally substituted bicycloalkyl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced by -O-, -S-, or-NR' where R' is H or an alkyi group of 1 

15 to 12 carbon atoms, thiophene, optionally substituted cycloalkenyl of 5 to 10 
carbon atoms in which one -CH 2 - may also be replaced by -0-, -S-, or 
-NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 
or 14 carbon atoms, -S-alkyl of 1 to 12 carbon atoms, -S-cycloalkyl of 3 to 8 
carbon atoms, -S-alkenyl of 2 to 1 2 carbon atoms, -S0 2 aryl of 6, 10 or 14 

20 carbon atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, -S0 2 alkyl of 1 to 1 2 
carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms, and the moiety -NR a R b ; 
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R a is H, optionally substituted aikyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 
2 to 12 carbon atoms,optionally substituted alkadienyl of 4 to 12 carbon 
atoms, optionally substituted cycloalkyl of 3 to 8 carbon atoms, in which one 
5 -CH 2 - may also be replaced by -0-, -S-, or -NR' where R' is H or an a Iky I 
group of 1 to 1 2 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 
carbon atoms, in which one -CH 2 - may also be replaced by -0-, -S-, or -NR' 
where R' is H or an a Iky I group of 1 to 12 carbon atoms, optionally substituted 
bicycloalkyl of 5 to 10 carbon atoms, optionally substituted tricycloalkyl, 
10 haloalkyl of 1 to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, 

heterocyclyl, benzyl, optionally substituted benzyl, cycloalkyl of 3 to 8 carbon 
atoms or a 3- to 6-membered heterocyclyl ring, optionally ortho-fused with an 
optionally substituted phenyl ring ; 

15 R b is H, an optionally substituted a Iky I of 1 to 12 carbon atoms, optionally 

substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 2 
to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, 
optionally substituted aryl of 6, 10 or 14 carbon atoms, optionally substituted 
bicycloalkyl of 5 to 1 0 carbon atoms, optionally substituted cycloalkyl of 3 to 

20 10 carbon atoms in which one -CH 2 - may also be replaced by -O-, -S-, or 
-NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally 
substituted cycloalkenyl of 5 to 10 carbon atoms in which one -CH 2 - may also 
be replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 to 12 
carbon atoms, -S-aryl of 6, 10 or 14 carbon atoms, -S-alkyl, -S-alkenyl, 

25 -S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl, -S0 2 alkyS, -O-aryl of 6, 
10 or 14 carbon atoms, heterocyclyl, benzyl, optionally substituted benzyl, 
cycloalkyl of 3 to 8 carbon atoms or a 3- to 6-membered heterocyclyl ring, 
optionally ortho-fused with an optionally substituted phenyl ring ; 
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R a R b together with the nitrogen atom to which each is attached represent an 
optionally substituted saturated or unsaturated heterocyclyl ring from 3 to 12 
ring atoms in which optionally, at least one -CH 2 - may optionally be 
replaced by -O-, -S-, or -NR where R is H or an alkyl group of 1 to 12 carbon 
atoms, said saturated or unsaturated heterocyclyl ring may optionally be aryl 
or cycloalkyl fused; 

R 2 is H, optionally substituted alkyl of 1 to 12 carbon atoms, amino, hydroxy, 
alkylthio of 1 to 1 2 carbon atoms, cyano, carbamoyl, optionally substituted 
alkoxy of 1 to 12 carbon atoms, optionally substituted cycloalkyl of 3 to 8 
carbon atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, 
carboxy, alkoxy carbonyl of 2 to 12 carbon atoms, aryloxy, benzyloxy, thienyl, 
heterocyclyl or halogen; 

R 3 is H, halogen, alkyl of 1 to 12 carbon atoms, alkoxy of 1 to 12 carbon 
atoms, aryloxy, -NR c R d , benzyloxy, aralkyloxy, haloalkoxy of 1 to 1 2 carbon 
atoms, alkylthio of 1 to 12 carbon atoms, heterocyclyl, aryl, hydroxy, 
carbamoyl, carboxy, aikoxycarbonyl of 2 to 12 carbon atoms, cyano, amino, 
alkylamino of 1 to 12 carbon atoms, dialkylamino of 1 to 12 carbon atoms, or 
-N 3 ; 

R° is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, optionally substituted 
cycloalkyl of 3 to 1 0 carbon atoms, in which one -CH 2 - may also be 
replaced by -O-, -S-, or-NR where R is H or an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of 5 to 1 0 carbon atoms, in which 
one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or an 
alkyl group of 1 to 1 2 carbon atoms optionally substituted bicycloalkyl of 5 to 
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10 carbon atoms, aryi of 6, 10 or 14 carbon atoms, benzy! , optionaSfy 
substituted benzyl, or heterocyclyl; 

R d is H, amino, optionally substituted alky! of 1 to 12 carbon atoms, haloalkyl 
5 of 1 to 1 0 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, optionally substituted 
cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also be 
replaced by -O-, -S-, or-NR where R is H or an alkyl group of 1 to 12 carbon 
10 atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 
one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or an 
alkyl group of 1 to 1 2 carbon atoms optionally substituted bicycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 

15 

R°R d together with the nitrogen atom to which each is attached represent an 
optionally substituted heterocyclyl ring from 3 to 8 ring atoms optionally 
substituted in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' 
where R' is H or alkyl of 1 to 12 carbon atoms; 

20 

R 4 is H, optionally substituted alkyl of 1 to 1 2 carbon atoms, optionally 
substituted alkoxy of 1 to 1 2 carbon atoms, amino, alkyl amino of 1 to 12 
carbon atoms, dialkylamino of 1 to 12 carbon atoms, alkylthio of 1 to 12 
carbon atoms, halogen, cyano, carboxy, alkoxycarbonyl of 2 to 12 carbon 
25 atoms, heterocyclyl, halogen, carbamoyl, optionally substituted aryl of 6, 10 or 
14 carbon atoms, or -CF 3 ; 

provided that when: a) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethylphenyl , 3,4-dichlorophenyl, 4-chlorophenyl, 3-chloro-4- 
methoxyphenyl; b) R 1 is diethylamino, R 3 is bromo, R 4 is hydrogen, R 2 is not 
30 4-trifluoromethylphenyl; c) R 1 is isopropylamino, R 3 is chloro, R 4 is hydrogen, 
R 2 is not 2-benzyloxyphenyl or 3,4,5-trimethoxyphenyl; d) R 1 is 
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cyclopentylamino, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl, 2-napthyl or 2-stilbene; e) R 1 is 2-amino- 
bicyclo(2.2.1.)heptyl, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl and f) R 1 is diethyiamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
5 not 4-trifluoromethylphenyl and g) R 1 is 1 ,1 ,1-trifluoroethoxy, R 3 is chloro, R 4 
is hydrogen, R 2 is not 2-chloro-6-fluorophenyl h) R 1 is -S0 2 ethyl or 
-S02cyclopentyl, R 3 is chloro, R 4 is hydrogen, R 2 is not 2-chloro- 
6-fluorophenyl; i) R 4 is hydrogen, R 2 is 2-chloro-6-fluorophenyl, R 1 and R 3 are 
not 1 ,2,4-triazole; j) R 1 is cyclohexyi, R 4 is hydrogen, R 2 is 2,4,6- 
10 trifluorophenyl, and R 3 is not -OCH 2 0 2 C(CH 3 )3 ; k) R 1 is 2-thienyl, R 4 is ethyl, 
R 3 is hydrogen and R 2 is not 2-methoxy phenyl, 4-methoxyphenyl, and 4- 
trifluorophenyl; I) R 2 is phenyl, R 3 is chloro, R 4 is hydrogen R 1 is not (2E)-3,7- 
dimethyl-2,6-octadienyl or a pharmaceutically acceptable salt thereof together 
with a pharmaceutically acceptable carrier. 

15 

73. A method for the treatment or prevention of multiple drug resistance 
(MDR) in a mammal in need thereof which method comprises administering 
to said mammal an effective amount of a substituted triazolopyrimidine 
derivative or a pharmaceutically acceptable salt thereof. 

20 

74. The method of claim 73 wherein the multiple drug resistance (MDR) is 
mediated by p-giycoprotein or MXR. 

75. The method according to Claim 73 wherein the substituted 

25 triazolopyrimidine derivative is a compound selected from those of the 
formula: 
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(I) 



wherein: 

R 1 is selected from the group consisting of halogen, an optionally substituted 
5 alkyl of 1 to 12 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, alkoxy of 1 to 12 carbon 
atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, -CN, hydroxy, 
halogen, carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, 

10 heterocyclyl, optionally substituted bicycloalkyl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 
to 12 carbon atoms, thiophene, optionally substituted cycloalkenyl of 5 to 10 
carbon atoms in which one -CH 2 - may also be replaced by -O-, -S-, or 

15 -NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 
or 14 carbon atoms, -S-alkyl of 1 to 12 carbon atoms, -S-cycloalkyl of 3 to 8 
carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, -S0 2 aryl of 6, 10 or 14 
carbon atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, -S0 2 alkyl of 1 to 12 
carbon atoms, -O-aryf of 6, 10 or 14 carbon atoms, and the moiety -NR a R b ; 

20 

R a is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 
2 to 12 carbon atoms,optionally substituted alkadienyl of 4 to 12 carbon 



atoms, optionally substituted cycloalkyl of 3 to 8 carbon atoms, in which one 
-CH 2 - may also be replaced by -O-, -S-, or -NR' where R' is H or an alkyl 
group of 1 to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 
carbon atoms, in which one -CH 2 - may also be replaced by-O-, -S-, or -NR' 
where R' is H or an alky! group of 1 to 12 carbon atoms, optionally substituted 
bicycloalkyl of 5 to 10 carbon atoms, optionally substituted tricycloalkyl, 
haloalkyl of 1 to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, 
heterocyclyl, benzyl, optionally substituted benzyl, cycloalkyl of 3 to 8 carbon 
atoms or a 3- to 6-membered heterocyclyl ring, optionally ortho-fused with an 
optionally substituted phenyl ring ; 

R b is H, an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 2 
to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, 
optionally substituted aryl of 6, 10 or 14 carbon atoms, optionally substituted 
bicycloalkyl of 5 to 10 carbon atoms, optionally substituted cycloalkyl of 3 to 
10 carbon atoms in which one -CH 2 - may also be replaced by -O-, -S-, or 
-NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally 
substituted cycloalkenyl of 5 to 10 carbon atoms in which one -CH 2 - may also 
be replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 to 12 
carbon atoms, -S-aryl of 6, 10 or 14 carbon atoms, -S-alkyl, -S-alkenyl, 
-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl, -S0 2 alkyl, -O-aryl of 6, 
10 or 14 carbon atoms, heterocyclyl, benzyl, optionally substituted benzyl, 
cycloalkyl of 3 to 8 carbon atoms or a 3- to 6-membered heterocyclyl ring, 
optionally ortho-fused with an optionally substituted phenyl ring ; 

R a R b together with the nitrogen atom to which each is attached represent an 
optionally substituted saturated or unsaturated heterocyclyl ring from 3 to 12 
ring atoms in which optionally, at least one -CH 2 - may optionally be 
replaced by -0-, -S-, or -NR where R is H or an alkyl group of 1 to 12 carbon 
atoms, said saturated or unsaturated heterocyclyl ring may optionally be aryl 
or cycloalkyl fused; 

-352- 



R 2 is H, optionally substituted alkyi of 1 to 12 carbon atoms, amino, hydroxy, 
alkylthio of 1 to 12 carbon atoms, cyano, carbamoyl, optionally substituted 
alkoxy of 1 to 12 carbon atoms, optionally substituted cycloalkyl of 3 to 8 
carbon atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, 
carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, aryloxy, benzyloxy, thienyl, 
heterocyclyl or halogen; 

R 3 is H, halogen, alkyl of 1 to 12 carbon atoms, alkoxy of 1 to 12 carbon 
atoms, aryloxy, -NR°R d , benzyloxy, araikyloxy, haloalkoxy of 1 to 12 carbon 
atoms, alkyithio of 1 to 12 carbon atoms, heterocyclyl, aryl, hydroxy, 
carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, cyano, amino, 
alkylamino of 1 to 12 carbon atoms, dialkyiamino of 1 to 12 carbon atoms, or 
-N 3 ; 

R c is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, optionally substituted 
cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also be 
replaced by -O-, -S-, or-NR where R is H or an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 
one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or an 
alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 

R d is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, optionally substituted 
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cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also be 
replaced by -0-, -S-, or -NR where R is H or an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 
one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or an 
alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 

R c R d together with the nitrogen atom to which each is attached represent an 
optionally substituted heterocyclyl ring from 3 to 8 ring atoms optionally 
substituted in which one -CH 2 - may also be replaced by -O-, -S-, or-NR' 
where R' is H or alkyl of 1 to 12 carbon atoms; 

R 4 is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkoxy of 1 to 12 carbon atoms, amino, alkyl amino of 1 to 12 
carbon atoms, dialkylamino of 1 to 12 carbon atoms, alkylthio of 1 to 12 
carbon atoms, halogen, cyano, carboxy, alkoxycarbonyl of 2 to 12 carbon 
atoms, heterocyclyl, halogen, carbamoyl, optionally substituted aryl of 6, 10 or 
14 carbon atoms, or -CF3; 

provided that when: a) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethylphenyl, 3,4-dichlorophenyi, 4-chlorophenyl, 3-chloro-4- 
methoxyphenyl; b) R 1 is diethylamino, R 3 is bromo, R 4 is hydrogen, R 2 is not 
4-trifluoromethylphenyl; c) R 1 is isopropylamino, R 3 is chloro, R 4 is hydrogen, 
R 2 is not 2-benzyloxyphenyl or 3,4,5-trimethoxyphenyl; d) R 1 is 
cyclopentylamino, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl, 2-napthyl or 2-stilbene; e) R 1 is 2-amino- 
bicyclo(2.2.1 .)neptyi, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl and f) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethylphenyl and g) R 1 is 1,1,1-trifIuoroethoxy, R 3 is chloro, R 4 
is hydrogen, R 2 is not 2-chloro-6-fluorophenyl h) R 1 is -S0 2 ethyl or 
-S0 2 cycIopentyl, R 3 is chloro, R 4 is hydrogen, R 2 is not 2-chioro-6- 
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fluorophenyl; i) R 4 is hydrogen, R 2 is 2-chloro-6-fluorophenyl, R 1 and R 3 are 
not 1 ,2,4-triazole; j) R 1 is cyclohexyl, R 4 is hydrogen, R 2 is 2,4,6- 
trifluorophenyl, and R 3 is not -OCH 2 0 2 C(CH3)3 ; k) R 1 is 2-thienyl, R 4 

is ethyl, R 3 is hydrogen and R 2 is not 2-methoxyphenyl, 4-methoxyphenyi, and 
5 4-trifluorophenyl; i) R 2 is phenyl, R 3 is chloro, R 4 is hydrogen R 1 is not 
(2E)-3,7-dimethyl-2,6-octadienyl 
or a pharmaceutically acceptable salt thereof. 

76. The method according to claim 75 wherein 

10 R 1 is selected from the group consisting of an optionally substituted alkyl of 1 
to 12 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon atoms, 
optionally substituted alkynyl of 2 to 12 carbon atoms, optionally substituted 
alkadienyl of 4 to 12 carbon atoms, optionally substituted aryl of 6, 10 or 14 
carbon atoms, optionally substituted bicycloalkyl of 5 to 10 carbon atoms, 

15 optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 
to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 carbon 
atoms in which one -CH 2 - may also be replaced by -O-, -S-, or-NR' where 
R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 or 14 carbon 

20 atoms, -S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, 
-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, 
-S0 2 alkyl of 1 to 12 carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms, and 
the moiety -NR a R b or a pharmaceutically acceptable salt thereof is 
administered. 

25 

77. The method according to claim 75 wherein R a and R b each independently 
represent the moiety -C*H(R e )(R f ) where R e and R f independently represent 
an optionally halo-substituted alkyl group of 1 to 12 carbon atoms where C* 
represents the (R) or (S) isomer or a pharmaceutically acceptable salt thereof 

30 is administered. 



-355- 



78. The method according to claim 75 wherein R 2 is optionally substituted 
aryl of 6, 10 or 14 carbon atoms, aryloxy, thienyl, benzyloxy, heterocyclyl or 
halogen or a pharmaceutical^ acceptable salt thereof is administered. 

79. The method according to claim 75 wherein R 3 is halogen, alkyl of 1 to 12 
carbon atoms, alkoxy of 1 to 12 carbon atoms, aryloxy, -NR c R d , benzyloxy, 
aralkyloxy, haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 to 12 carbon 
atoms, hydroxy, cyano, amino, alkylamino of 1 to 12 carbon atoms, 
dialkylamino of 1 to 12 carbon atoms, or -N 3 or a pharmaceutical^ acceptable 
salt thereof is administered. 

80. The method according to claim 75 wherein R 4 is H, optionally substituted 
alkyl of 1 to 12 carbon atoms, optionally substituted alkoxy of 1 to 12 carbon 
atoms, amino, alkyl amino of 1 to 12 carbon atoms, dialkylamino of 1 to 12 
carbon atoms, -CF 3 or a pharmaceutical^ acceptable salt thereof is 
administered. 

81 . The method according to claim 75 wherein R 1 is selected from the group 
consisting of an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 2 
to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, 
optionally substituted aryl of 6, 10 or 14 carbon atoms, optionally substituted 
bicycloalkyl of 5 to 10 carbon atoms, optionally substituted cycloalkyl of 3 to 8 
carbon atoms in which one -CH 2 - may also be replaced by -0-, -S-, or -NR' 
where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally substituted 
cycloalkenyl of 5 to 10 carbon atoms in which one -CH 2 - may also be 
replaced by -0-, -S-, or -NR' where R' is H or an alkyl group of 1 to 12 
carbon atoms, -S-aryl of 6, 10 or 14 carbon atoms, -S-alkyl of 1 to 12 carbon 
atoms, -S-alkenyl of 2 to 12 carbon atoms, -S0 2 aryl of 6, 10 or 14 carbon 
atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, -S0 2 alkyl of 1 to 12 carbon 
atoms, -O-aryl of 6, 10 or 14 carbon atoms, and the moiety -NR a R b wherein 
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R a R b are optionally taken together with the nitrogen to which each is attached 
or a pharmaceutical^ acceptable salt thereof is administered. 



82. The method according to claim 75 wherein R 2 is optionally substituted 
5 aryl of 6, 1 0 or 14 carbon atoms or heterocyclyl or a pharmaceutically 

acceptable salt thereof is administered. 

83. The method according to claim 75 wherein R 3 is halogen, alkoxy of 1 to 
12 carbon atoms, -NR c R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 

10 to 12 carbon atoms, cyano, amino, alkylamino of 1 to 12 carbon atoms, 

dialkylamino of 1 to 12 carbon atoms, or -N 3 or a pharmaceutically acceptable 
salt thereof is administered. 

84. The method according to claim 75 wherein R 4 is H, optionally substituted 
15 alkyl of 1 to 12 carbon atoms, amino, alkyl amino of 1 to 12 carbon atoms, 

dialkylamino of 1 to 12 carbon atoms, -CF 3 or a pharmaceutically acceptable 
salt thereof is administered. 

85. The method according to claim 75 wherein R 1 is selected from the group 
20 consisting of an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 

substituted cycloalkyi of 3 to 8 carbon atoms in which one -CH 2 - may also be 
replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 to 12 
carbon atoms, optionally substituted cycloalkenyl of 5 to 10 carbon atoms in 
which one -CH 2 - may also be replaced by-O-, -S-, or-NR' where R' is H or 

25 an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 or 14 carbon 
atoms,-S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon 
atoms,-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl of 5 to 10 carbon 
atoms, -S0 2 alkyl of 1 to 12 carbon atoms, and the moiety -NR a R b wherein 
R a R b are optionally taken together with the nitrogen to which each is attached 

30 or a pharmaceutically acceptable salt thereof is administered. 
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86. The method according to claim 75 wherein R 2 is optionally substituted 
aryl of 6, 10 or 14 carbon atoms or a pharmaceutical^ acceptable salt thereof 
is administered. 

87. The method according to claim 75 wherein R 3 is halogen, alkoxy of 1 to 
12 carbon atoms, -NR°R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 
to 12 carbon atoms, cyano, or -N 3 or a pharmaceutical^ acceptable salt 
thereof is administered. 

88. The method according to claim 75 wherein R 4 is H or a pharmaceutically 
acceptable salt thereof is administered. 

89. The method according to claim 75 wherein R 1 is selected from the group 
consisting of an optionally substituted cycloalkyl of 3 to 8 carbon atoms in 
which one -CH 2 - may also be replaced by -O-, -S-, or-NR' where R' is H or 
an alkyl group of 1 to 12 carbon atoms, optionally substituted cycloalkenyl of 
5 to 10 carbon atoms in which one -CH 2 - may also be replaced by-O-, -S-, 
or-NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 
10 or 14 carbon atoms, -S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 
carbon atoms, -S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl of 3 to 8 
carbon atoms, -S0 2 alkyl of 1 to 12 carbon atoms, and the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 
attached; R 2 is optionally substituted phenyl; R 3 is halogen, alkoxy of 1 to 12 
carbon atoms, -NR c R d , haloaikoxy of 1 to 12 carbon atoms, alkylthio of 1 to 
12 carbon atoms, cyano, or -N 3 ; R 4 is H or a pharmaceutically acceptable salt 
thereof is administered. 

90. The method according to claim 75 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 
attached; R 2 is optionally substituted phenyl; R 3 is halogen, alkoxy of 1 to 12 
carbon atoms, -NR c R d , haloaikoxy of 1 to 12 carbon atoms, alkylthio of 1 to 
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12 carbon atoms, cyano, or -N 3 ; R 4 is H or a pharmaceutical^ acceptable salt 
thereof is administered. 

91 . The method according to claim 75 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 
attached; 

R 2 is optionally substituted phenyl; 

R 3 is halogen, alkoxy, -NR°R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio 
of 1 to 12 carbon atoms, cyano, or-N 3 ; 
R 4 is H; 

R a is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkadienyl 
of 4 to 12 carbon atoms, optionally substituted cycloalkyi of 3 to 8 carbon 
atoms, in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' where 
R' is H or an alkyl group of 1 to 12 carbon atoms, optionally substituted 
cycloalkenyl of 5 to 10 carbon atoms, in which one -CH 2 - may also be 
replaced by-O-, -S-, or-NR' where R' is H or an alkyl group of 1 to 12 
carbon atoms, haloalkyl of 1 to 10 carbon atoms, aryl of 6, 10 or 14 carbon 
atoms, heterocyclyl, benzyl, optionally substituted benzyl; R b is H, an 
optionally substituted alkyl of 1 to 12 carbon atoms, optionally substituted 
alkenyl of 2 to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 
carbon atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, 
optionally substituted cycloalkyi of 3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 
to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 carbon 
atoms in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' where 
R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 or 14 carbon 
atoms, -S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, 
-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl of 3 to8 carbon atoms, 
-S0 2 alkyl of 1 to 12 carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms; 
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R a R b together with the nitrogen atom to which each is attached represent an 
optionally substituted saturated or unsaturated heterocyclyl ring from 3 to 12 
ring atoms in which optionally, at least one -CH 2 - may also be replaced by 
-O-, -S-, or -NR where R is H or an alkyl group of 2 to 12 carbon atoms, said 
saturated or unsaturated heterocyclyl ring may optionally be aryl or cycloalkyl 
fused; 

R c is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, optionally 
substituted cycloalkyl of 3 to 8 carbon atoms, in which one -CH 2 - may also 
be replaced by -0-, -S-, or -NR where R is H or an alkyl group of 1 to 12 
carbon atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in 
which one -CH 2 - may also be replaced by -0-, -S-, or -NR where R' is H or 
an alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 
to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 

R d is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, optionally 
substituted cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also 
be replaced by -O-, -S-, or -NR where R is H or an alkyl group of 1 to 12 
carbon atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in 
which one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or 
an alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 
to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, heterocyclyl; 

R c R d together with the nitrogen atom to which each is attached represent an 
optionally substituted heterocyclyl ring from 3 to 8 ring atoms optionally 
substituted in which one -CH 2 - may also be replaced by-O-, -S-, or-NR' 

-360- 



where R' is H or alkyl of 2 to 20 carbon atoms or a pharmaceutical^ 
acceptable salt thereof is administered. 

92. The method according to claim 75 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each 
attached; 

R 2 is selected from 



F 
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OCH 3 
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5 R 3 is halogen, alkoxy, -NR c R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio 
of 1 to12 carbon atoms, cyano, or -N3; 

R 4 is H or a pharmaceutically acceptable salt thereof is administered. 

93. The method according to claim 75 wherein R 1 is the moiety -NR a R b 
10 wherein R a R b are optionally taken together with the nitrogen to which each is 
attached and wherein R 1 is selected from 
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R 2 is optionally substituted phenyl; 

R 3 is halogen, alkoxy of 1 to 12 carbon atoms, -NR c R d , haloalkoxy of 1 to 12 
carbon atoms, alkylthio of 1 to 12 carbon atoms, cyano, or-N 3 ; 
R 4 is H or a pharmaceutically acceptable salt thereof is administered. 

94. The method according to claim 75 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 
attached and wherein R 1 is selected from 




CH 2 
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OCH 3 
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R 2 is optionally substituted thienyt; 

R 3 is halogen, alkoxy of 1 to 12 carbon atoms, -NR°R d , haloalkoxy of 1 to 12 
carbon atoms, alkylthio of 1 to 12 carbon atoms, cyano, or-N 3 ; 
R 4 is H or a pharmaceutically acceptable salt thereof is administered. 

95. The method according to claim 75 wherein said compound selected from: 

7-(1 -azepanyl)-5-chloro-6-phenyl[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluorophenyl)-7-(4-methyl-1-piperidinyl)[1,2,4]triazolo[1,5- 
ajpyrimidine; 

5-chloro-6-(4-methoxyphenyl)-7-(1-piperidinyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5-ch loro-6-(2-ch loro-6-fl u o ro phenyl )-7-(4-methyl-1 - 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1 -azepany!)-5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(2-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(4-thiomorpholinyl)[1,2,4]triazoIo[1,5- 
a]pyrimidine; 

methyl [[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yl](methyl)amino]acetate; 
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5-chloro-6-{2-chioro-6-f!uorophenyl)-N-(1 ,1 ,3,3- 
tetramethylbutyi)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-(1-azepanyl)-5-chloro-6-(4-methoxyphenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

7-(1 -azepanyl)-6-(4-bromopheny!)-5-chloro[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5- chloro-7-(1 -piperidinyi)-6-[2-(trifluoromethyl)phenyl][1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

6- (4-tert-butylphenyl)-5-chloro-7-(4-methyl-1-piperidinyl)[1,2,4]triazolo[1,5- 
ajpyrimidine; 

5-chloro-6-(4-methoxyphenyl)-7-(4-methyl-1 -piperidiny!)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5- chloro-6-(4-methoxyphenyl)-7-(3-methyI-1 -piperidinyl)[1 ,2,4]triazoio[1 ,5- 
ajpyrimidine; 

6- (4-bromophenyl)-5-chloro-7-(3-methyl-1 -piperidiny[)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(3,4-difluorophenyl)-7-(4-methy!-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

5-chloro-6-(2,6-dichlorophenyl)-7-(2-methyl-1 -pyrrolidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chlorophenyl)-7-(2-methyl-1-pyrrolidinyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 
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7-(1-azepanyl)-5-chloro-6-(3-chloro-4-methoxyphenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(3-chloro-4-methoxyphenyl)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5- ch loro-6-(3-chloro-4-methoxyph enyl )-7-(2-methyl- 1 - 
piperidinyl)[1 ,2,4]triazoIo[1 ,5-a]pyrimidine; 

6- (4-tert-butylphenyl)-5-chloro-7-(2-methyi-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-ch loro-7-(2-methy I- 1 -p iperid inyl )-6-[3- 
(trifluoromethyl)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

Diethyl 2-[6-(2,6-difluorophenyl)-5-ethoxy[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yl]malonate; 

7- (azepanyl)-5-chloro-6-{2-chloro-6-nitrophenyl}[1,2,4}triazoIo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-chIoro-6-fluorophenyl)-N-ethyl-N-(2-methy!-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chioro-6-(2-chloro-6-fluorophenyl)-N-{2,2,2- trifluoroethyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chioro-6-fIuorophenyl)-N-[(2,2-dichlorocyclopropyl)methyl]-N- 
methyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



1-[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ! 2,4]triazolo[1,5-a]pyrimidin-7-yl]-3- 
piperidinol; 
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N-bicyclo[2.2.1]hept-2-yl-5-chloro-6-(3-chloro-4- 
methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,5-difluorophenyl)-N-dodecyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
amine; 

5-chloro-7-(4-methyl-1-piperidinyl)-6-(2,3,6- trifluorophenyi)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

N-[5-chloro-6-(2,3,6-trifluorophenyi)[1 ) 2,4]triazolo[1,5-a]pyrimidin-7-yl]-N- 
isopropylamine; 

5-ch loro-N-ethyl-N-(2-methyl-2-propenyl )-6-(2 ,3,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

N-allyl-5-chloro-6-(2-chloro-6-fluorophenyl)-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-amine; 

5-chloro-6-(3-chloro-4-methoxyphenyI)-N-cycloheptyl[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(3-chloro-4-methoxyphenyl)-7-(3,3-dimethy[-1- 
piperidinyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidine; 

5-chloro-N-(3-chloropropyl)-N-methyl-6-(2,3,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



7-(1-azocanyl)-5-chloro-6-(2,3 J 6-trifluorophenyl)[1,2,4]triazolo[1,5- 
ajpyrimidine; 
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5-ch loro-6-(2 ,6-dif luorophenyl )-7-(3 , 6-d ihyd ro- 1 (2 H )- 
pyridinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1 -azocanyl)-5-chloro-6-{2,6-difluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-methoxy-6-(2-chioro-6-fluorophenyl)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazoIo[1 ,5-a]pyrimidine; 

[5-chloro-6-(2-chioro-6-fluorophenyI)[1,2,4]triazoio[1,5-a]pyrimidin-7- 
yl]methanol; 

1 -[5-chloro-6-(2,6-difluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl]-4- 
piperidinol; 

5-chloro-7-(4-chloro-1-piper!dinyl)-6-(2,6-difiuorophenyl)[1,2 J 4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-7-(4-thiomorpholinyl)-6-(2,3,6-trifIuorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2,6-dif!uorophenyl)-7-(2 J 4-dimethyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(4-methyl-1-piperidinyl)-5-amino-6-(2-chloro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluorophenyl)-7-(2,5-dihydro-1H-pyrrol-1- 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(2,5-dimethyl-2,5-dihydro-1H-pyrrol-1- 
yl)[1 ,2,4]triazo!o[1 ,5-a]pyrimidine; 
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5-chloro-6-(2-chloro-6-fluorophenyl)-7-(2-ethy!-1 H-imidazol-1 - 
yl)[1 ,2,4]triazoto[1 ,5-a]pyrimidine; 

7-(4-bromo-1-piperidinyl}-5-chloro-6-(2-chloro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5- chloro-6-(2-methylphenyl)-7-(4-thiomorpholinyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

6- (2-bromophenyl)-N-(sec-butyl)-5-chloro[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7- 
amine; 

5-chloro-N-ethyl-6-(4-methoxyphenyl)-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5- a]pyrimidin-7-amine; 

S-chloro-e^-methoxyphenyl^^-thiomorphoiinyOtl^^triazolofl.S- 
a]pyrimidine; 

5-chloro-7-(4-ch!oro-1-piperidinyi)-6-[2- 
(trifluoromethyl)phenyl][1 3 2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chIoro-6-fluorophenyl)-7-[4-(trifluoromethyl)-1- 
piperidinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7- (4-bromo-1 -piperidinyl)-5-chloro-6-(2,6-difluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

7-(4-bromo-1 -piperidinyl)-5-chloro-6-(2-chiorophenyi)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 
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5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(2,4,6- 
trifluorophenyI)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-isopropyl-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazoio[1 ,5- a]pyrimidin-7 
amine; 

5-chloro-7-(4-thiomorpholinyl)-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

7-(1 -azepanyl)-5-chloro-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[2-(1 -pyrrolidinyl)-1 -cyclopenten-1 - 
yl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-7-(4-isopropyl-1 -piperidinyl)-6-(4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-(2,4-dimethyl-1 -piperidinyl)-6-(4-methoxyphenyl)[1 ,2,4]triazo!o[1 ,5 
ajpyrimidine; 

5-chloro-7-[ethyl(2-methyl-2-propenyl)amino]-6-{4- 
nitrophenyl}[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1 -azepanyl)-5-chloro-6-{4-nitrophenyl}[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

N-bicyclop^Jlhept^-yl-S-chloro-e^^.e-trifluorophenyOtl^^ltriazolotl.S- 
a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluorophenyl)-N-(2,2,2-trifluoroethyl)[1,2,4]triazolo[1,5- 
a] py ri m id i n-7-a m i n e ; 
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5-chloro-6-(2-chlorophenyl)-N-(2,2,2-trifluoroethyl)[1,2 r 4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorobenzyl)-7-tetrahydro-2-furanyl[1,2,4]triazoio[1,5- 
a]pyrimidine; 

7-(allyIsulfanyl)-5-chloro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-N-ethyl-6-mesityi-N-(2-methyI-2-propenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-N-ethyl-6-(2-methoxyphenyl)-N-(2-methy]-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chIoro-6-fluorophenyl)-N-hexyl[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-7-(4-methyl-1-piperidinyl)-6-[4- 
(methylsu!fanyi)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyI)-6-[4- 
(methylsulfanyOphenyilCl^^ltriazoloII.S-ajpyrimidin^-amine; 

N-(sec-butyl)-5-chloro-6-[4-(methylsulfanyl)phenyl][1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-[4-(methylsulfanyl)phenyl]-7-(4-thiomorpholinyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 
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5-chloro-6-[2,6-dichloro-4-(trifIuoromethyl)phenyl]-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1-azepanyl)-5-chloro-6-[2,6-dichloro-4- 
(trifluoromethyl)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[(2,2,2- 
trifluoroethyl)sulfanyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(4,4-dimethyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-[2,6-dichioro-4-(trifluoromethyl)phenyl]-N-ethyl-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-[2 ) 6-dichloro-4-(trifluoromethyl)phenyl]-7-(4- 
thiomorpholinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(3,5-difluorophenyl)-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(isopropylsulfanyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-chioro-6-fluorophenyl)-7-tetrahydro-2-furanyl[1,2,4]triazolo[1,5- 
a]pyrimidine; 

4-[5-ch!oro-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-6-yl]aniline; 
N-{4-[5-chloro-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-6- 
yl]phenyl}acetamide; 
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[5-chioro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1 ,5-a]pyrimidin-7-yl]methyl 
acetate; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(chloromethyl)[1,2,4]triazoio[1,5- 
ajpyrimidine; 

diethyl 2-[6-(2-chloro-6-fluorophenyl)-7-(4-methyl-1 - 
piperidinyi)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-5-yl]malonate; 

7-(1 -azepanylmethyl)-5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazoio[1 ,5- 
a]pyrimidine; 

N-allyl-5-chloro-6-(2-chloro-6-fluorophenyl)-N-hexyl[1,2,4]triazolo[1,5- 
a] pyrim idin-7-a m ine; 

5-chloro-7-(4-methyl-1-piperidinyl)-6-[4- 
(trifluoromethoxy)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
5-chloro-7-(4-methyl-1 -piperidinyl)-6-(4-phenoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(cycIopropylmethyl)-N- 
propyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-7-(2-methyl-1-piperidinyl)-6-(4-phenoxyphenyl)[1,2 J 4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-{2-chloro-4-nitrophenyi}-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(4-chloro-2,3,5,6-tetrafluorophenyl)-N- 
cyclopentyl[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7-amine; 
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4- [5-chloro-2-methyl-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 
6-y[]-N,N-dimethylaniline; 

6- {2-chloro-6-fIuorophenyl)-5-methyl-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5- chIoro-6-(2-chloro-6-fluorophenyl)-7-[2-(1-pyrrolidinyl)-1-cyclohexen-1- 
yl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyi)-7-(methoxymethyi)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-{2-chloro-4-nitrophenyl}-7-[ethyl(2-methyl-2- 
propenyl)amino][1 ,2,4]triazolo[1 ,5-ajpyrimidine; 

5-bromo-6-(2-chioro-6-fluorophenyl)-7-(isopropylsulfanyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-N-cyclopentyl-6-(4-ethoxy-2, 3,5,6- 
tetrafluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-methyi-N-(2-methyl-2-propenyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

4-bromo-1 -[5-chloro-6-(2-chloro-6-f!uorophenyl)[1 ,2,4]triazolo[1 ,5-aJpyrimidin- 

7- yl]butyl acetate; 

diethyl 2-allyl-2-{[5-ch[oro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a] py ri m id i n-7-yl]oxy}ma lonate ; 
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6-(2-chloro-6-fluorophenyl)-N-ethyI-5-methyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 7- 
amine; 

N-butyl-5-chIoro-N-ethy[-6-(2,3,4,5,6-pentafluorophenyl)[1,2 5 4]triazolo[1,5- 
a]pyrimidin-7-amine; 

6-(2-chloro-6-fluorophenyl)-5-(difluoromethoxy)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazoIo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[(4- 
chlorophenyl)sulfanyI][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyI)-7-[(2- 
methoxyphenyI)sulfanyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chIoro-6-fIuorophenyl)-N-(1,2,2- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,3,4,5,6-pentafluorophenyl)-N-(1 f 2,2- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,4,6-trifluorophenyl)-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(4-fluorophenyl)-N-(1 ,2,2- trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5,7-bis(4-methyl-1-piperidiny!)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 
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5-chloro-6-(2-methylpheny[)-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5- chloro-6-(2,4,5-trifluorophenyl)-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

6- (2-bromophenyl)-5-chloro-N-(1 ,2,2-trimethyipropyl)[1 ,2,4]triazoio[1 ,5- 
a]pyrimidiri-7-amine; 

5-chloro-N-isobutyl-N-(2,2,2-trifluoroethyl)-6-(2,4,6- 
trifluorophenyI)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-isobutyi-6-(2-methy!phenyl)-N-(2,2,2- 
trifluoroethyi)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(2,2,2-trifluoro-1- 
methyiethyl)[1 ,2,4]triazo!o[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluorophenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-(2,2,2-trifluoro-1-methylethyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

N-allyl-5-chloro-N-isobutyl-6-(2,4 ) 6-trifluorophenyl)[1 J 2,4]triazo!o[1,5- 
a]pyrimidin-7-amine; 

5-chloro-N-(1 ,2-dimethylpropyl)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a] pyri m id i n -7-a m ine ; 
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5-chloro-N-isopropyl-N-methyl-6-(2,4,6-trifluorophenyt)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-N-isopropyl-N-(2,2,2-trifluoroethy[)-6-{2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-butyl-5-chloro-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1 ! 5-a]pyrimidine; 

5-ch!oro-N-(1 -phenylethyl)-6-(2,4 ) 6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chlorophenyI)-N-(2,2,2-trifluoro-1 -methylethyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; " 

5-chioro-N-ethyl-N-isobutyl-6-(2 ) 4,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chioro-6-fluorophenyl)-7-hexyl[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-6-(2-methy!phenyl)-N,N-bis(2,2,2-trifluoroethyl)[1 ,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-ch!oro-N-cyclopentyl-N-methyf-6-(2,3,4,5,6- 
pentafluorophenyl)[1 ,2,4]triazolo[1 ,5-a3pyrimidin-7-amine; 

7-butyl-5-chloro-6-(2,6-difiuorophenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5-ch[oro-N-(1,2-dimethylpropyl)-N-methy!-6-(2,3,4,5,6- 
pentafluorophenyt)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-phenyl[1,2,4]triazolo[1,5-a]pyrimidine; 
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5-chloro-6-(2-chloro-6-ftuorophenyl)-7-(2-methylpropanyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyI)-7-pentyl[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-N-( 1 ,2-d imethyi propyl )-N-methyi-6-(2,4 , 6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-cyclohexyl[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-bromo-5-chlorophenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazoIo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(3,3,3-trifluoropropyl)[1,2,4]triazolo[1,5- 
ajpyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(3-methylphenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

[5-chloro-6-(2,4,6-trifluorophenyl)-[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl]-(1 -p- 
tolyl-ethyl)-amine; 

5-chloro-6-(2,4,6-trifluoro-phenyl)-7-cyclohexyl[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-7-cyclohexyl-6-(2,3,4,5,6-pentaftuorophenyi)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(4,4-difluoro-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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7-(bicycio[2.2.1]hept-2-ylamino)-5-chloro-6-{2-fluoro-4- 
nitrophenyl}[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chioro-6-{2-fluoro-4-nitrophenyl}-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-(methylsuifanyl)-6-(2-chloro-6-fluorophenyi)-7-cyclohexyl[1,2,4]triazoio[1,5- 
a]pyrimidine; 

[5-chloro-6-(2,4,6-trifluoropheny[)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl] (2,2,2- 
trifluoro-1 -phenylethyl)-amine; 

5-chloro-N-[1-(trifluoromethyi)propyl]-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrtmidin-7-amine; 

5- bromo-6-(2-chloro-6-fluorophenyl)-7-cyclohexyl[1,2,4]triazolo[1,5- 
ajpyrimidine; 

6- (2-chloro-6-fluorophenyl)-7-cyclohexyl[1,2,4]triazolo[1,5-a]pyrimidin-5- 
amine; 

[5-chloro-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1,5-a]pyrimidin-7-yl]-(2- 
methyl-1-trifluoromethyl-propyl)amine; 

5-chloro-7-(3-cyclohexen-1 -yl)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-(1-cyclohexen-1-yl)-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1 l 5- 
a]pyrimidine; 
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5-chioro-N-[(1 R)-2,2,2-trifluoro-1 -methylethyl]-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5- chloro-N-[(1 R)-2,2,2-trifluoro-1 -methylethyl]-6-{2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

6- (2 ) 4-difluorophenyl)-5-chloro-N-{2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-N-(2,2 J 2-trifluoro-1- 
methyiethyl)[1 ,2,4]triazolo[1 ,5-a3pyrimidin-7-amine; 

5-chIoro-7-cyclohexyl-6-(2,6-difluoro-4-methoxyphenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-N-[(1S)-2,2,2-trifluoro-1- 
methylethyl][1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7- cyclohexyl-6-(2,6-difluoro-4-methoxypheny!)-5-methoxy[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-7-(4-fIuorocyclohexyl)-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
ajpyrimidine; 

5-chloro-6-(2,6-dichioro-4-fluorophenyl)-7-(3,3,3- 
trifiuoropropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



-394- 



N-(sec-butyl)-5-chloro-6-(2,6-dichloro-4-fluorophenyl)[1,2,43triazoio[1,5- 
a]pyrimidin-7-amine; 

4- {5-chloro-7-[(2,2,2-trifluoro-1 -methylethyl)amino][1 ,2,4]triazolo[1 ,5- 
a3pyrimidin-6-yl}-3,6-difluorophenol; 

5- ch loro-7-(3-cy clohexen - 1 -y I )-6-(2 ,6-d if I uoro-4- 
methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-N-cyclopentyl-6-(2,6-difluoro-4-methoxyphenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(3,6-dihydro-1(2H)- 
pyridinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(4- 
thiomorpholinyi)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1 -azepanyl)-5-chloro-6-(2,6-difluoro-4-methoxyphenyI)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-N-(1,2,2- 
trimethylpropyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7-amine; 

5-chioro-6-(2,6-difluoro-4-methoxyphenyl)-N-ethyl-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 
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5- chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(4- 
fluorocyclohexyI)[1 ,2,4]triazolo[1 ,5-aJpyrimidine; 

6- (4-{5-chloro-7-[(2,2,2-trifluoro-1 -methylethyl)amino][1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-6-yl}-3,5-difluorophenoxy)hexanoic acid; 

2,6-difluoro-4-(2-fluoroethoxy)phenyl]-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazoio[1 ,5-a]pyrinnidin-7-amine; 

5-chloro-N-isopropyl-6-{2-[(trifluoromethyl)sulfanyl]phenyl}[1 J 2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-N-[4-(trifluoromethyl)phenyl]-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-(4,4,4-trifluoro-2-methyibutyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(3-methyl-3- 
butenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-isobutyl[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

7-cyclopentyl-6-(2,6-difluoro-4-methoxyphenyl)-5-methoxy[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-thienyl)-N-[(1 R)-2,2,2-trifluoro-1-methylethyl[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 
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4- (5-chloro-7-(2,2,2-trifluoro-1 -methyl-ethyiamino)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-6-yl]-3,5-difluoro-phenol; 

{5-chloro-6-[2,6-difluoro-4-(2,2,2-trifluoro-ethoxy)-phenyl]-[1,2,4]triazolo[1,5- 
a]pyrimidin-7-yl}-(2,2,2-trif!uoro-1-methyl-ethyl)amine; 

5- chloro-6-{2,6-difluoro-4-(methoxyphenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

(5-chloro-6-{4-[2-(2-ethoxyethoxy]-ethoxy]-2,6-difluoro- 
phenyl}[1 ,2,43triazolo[1 ,5-a]pyrimidin-7-y!-)-(2,2,2-trifiuoro-1 - 
methylethyl)amine; 

(5-chloro-6-{2,6-difluoro-4-[2-(2-methoxy-ethoxy)ethoxy]-phenyl}- 

[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl-)-(2,2,2-trifluoro-1 -methylethyl)amine; 

5-chloro-6-[2,6-difluoro-4-(3-furan-3-ylmethoxy)phenyl[1,2,4]triazolo[1,5- 
a]pyrimidin-7-yl}-N-(2,2,2-trifiuoro-1-methylethyl)amine; 

5-chloro-6-(2,5-difluoro-4-methoxyphenyl)-N-(1,2,2- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-cyciohexyl-6-[2,6-difluoro-4-(2-methoxyethoxy)phenyl]-5- 
methoxy[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-ch[oro-6-(2-fluoro-4-methoxy-6-chlorophenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-[2,6-difluoro-4-(2-fluoroethoxy)phenyl]-N-ethyl-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 
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2-[2-(4-{5-chloro-7-[(2,2,2-trifluoro-1 -methylethyi)amino][1 ,2,4]triazoIo[1 ,5- 
a3pyrimidin-6-yl}-3,5-difluorophenoxy)ethoxy]ethanol; 

5-chloro-6-(2,3-difIuoro-4-methoxyphenyl)-N-(2,2,2-trifluoro-1- 
5 methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-{4-(2-fluoroethoxy)-2,6-difluorphenyl}-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

10 5-chloro-N-(4-chlorobenzyl)-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-(2-pyridinyl)-1- 
piperazinyl][1 ,2,43triazolo[1 ,5-a]pyrimidine; 

15 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(1 -ethylpentyi)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chioro-6-fluorophenyl)-7-[4-(2-chlorophenyl)-1- 
20 piperazinyl][1 ,2,4]triazoio[1 ,5-aJpyrimidine; 

5-chloro-6-(2-chloro-64luorophenyl)-7-[4-(4-methoxyphenyl)-3-methyl-1- 
piperazinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

25 5-chloro-N-cyc!opentyl-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-7-phenoxy-6-(4-methoxy-phenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 



30 5-chloro-N-cyclopentyl-6-(4-methylphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
amine; 
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SJ-diphenoxy-e^^methoxyphenyOtl^^ltriazolofl^-alpyrimidine; 

5-chloro-N-cyclopentyl-6-(2-chlorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-N,N-diethyl-6-[4-methoxyphenyl][1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

S-chloro-N.N-diethyl-e-p^-dichloropheny^l^^Jtriazoiofl^-aJpyrimidin-Z- 
amine; 

N-bicyclo[2.2.1]hept-2-yl-5-chloro-6-(2,4-dichlorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyi)-7-(1,4-dioxa-8-azaspiro[4.5]dec-8- 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-cyano-7-(4-methyl-1-piperidinyl)-6-(2-chloro-5- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-(methylsulfanyl)-7-(4-methyl-1-piperidiny!)-6-(2-chloro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-(methylsu!fanyl)-7-(4-methyl-1-piperidinyl)-6-(2-chloro-5- 
(methylsulfanyl)phenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-7-(1,4-dioxa-8-azaspiro[4,5]dec-8-y!)-6-(4- 
methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(4- 
(methylsulfanyi)phenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-amine; 



2-methyl-6J-di-(4-methoxyphenyl)[1,2,4]triazolo[1 ) 5-a]pyrimidine; 

2-methyl-6-phenyi-7-(4-chiorophenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

24rifluoromethyi-6-phenyl-7-(4-methoxyphenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5,7-diphenoxy-6-(2-methylpropyl)[1,2,4]triazolo[1 ) 5-a]pyrimidine; 

5-chloro-6-(3,4-difluorophenyl)-N-(isopropyl)[1,2,43triazolo[1,5-a]pyrimidin-7- 
amine; 

5-bromo-6-(4-bromopheny!)-7-dimethylamino[1,2,4]triazolo[1,5-a]pyrimidine; 

5-bromo-6-(44rifluoromethylphenyl)-7-dimethylamino[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-ch!oro-6-(3,4-difiuorophenyl)-7-dimethylamino[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(44rifluoromethylphenyl)-N-(ethyl)[1,2,4]triazoio[1,5-a]pyrimidin-7- 
amine; 

7-(1 -azepanyl)-5-chloro-6-(4-tert-butylphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

ethyl {[5-chloro-6-(2-ch!oro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yl]amino}acetate; 

diethyl 5-chloro-6-(2,6-difluorophenyl)[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7- 
malonate; 
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5-ch[oro-6-(2,5-difluorophenyl)-N-(3-methyl-2-butenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

[5-chloro-6-(2-chloro-6-fluorophenyl)-[1,2,4]triazolo[1,5-a]pyrimidin-7-yi]acetic 
acid methyl ester; 

5-chloro-6-(2,6-difluorophenyl)-7-(2-ethyl-1 H-imidazol-1-yl)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

5-chloro-N,N-diethyl-6-[4-(methylsulfanyl)phenyl][1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

ethyl [6-(2-chloro-6-fluorophenyl)-7-(4-methyl-1-piperidinyl)- [1 ,2,4]triazo!o[1 ,5- 
a] pyri m id in-5-yl] acetate ; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(4- 
phenoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

dimethyl 2-[5-chloro-6-(2-chloro-6-fiuorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 
7-yl]malonate; 

diethyl 2-{[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yl]oxy}-2-isobutylmalonate; 

2-[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl]-1 ,3- 
cyclohexanedione; 

2-[5-chloro-6-(2-ch!oro-6-fluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
yl]cyclohexanone; 

5-chloro-7-(3-nitro-4-methylanilino)-6-{2, 4, 6-trifluorophenyl) 
[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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7-cyclohexyl-6-[2,6-difluoro-4-(2-methoxyethoxy)phenyl]5-(2- 
methoxyethoxy)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(3-bromophenyl)-2-ethyl-6-(4-methoxyphenyl)[1,2,4]triazoIo[1,5- 
ajpyrimidine; 

7-(3-bromophenyl)-6-(3-chiorophenyl)-2-ethyl[1,2,4]triazolo[1,5-a]pyrimidine; 

7-(4-bromophenyl)-2-ethyl-6-[4-(trifluoromethyl)phenyl][1,2,4]triazolo[1,5- 
ajpyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(3,4,5- 
trimethoxybenzyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-(2-benzyl-4,5-dihydro-1H-imidazol-1-yl)-5-chloro-6-(2-chloro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

N-4-[5-chloro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-yl- 
N,N-1 -diethyl-1 ,4-pentanediamine; 

5-chloro-N-(3-methyl-2-butenyl)-6-phenyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
amine; 

5-dimethylamino-6-phenyf-N-cyclopentyl[1 ,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5- chforo-7-[(24ui7lmethyl)sulfanyl]-6-(4-methoxyphenyI)[1,2,4]triazolo[1 > 5- 
a]pyrimidine; 

6- [1 ,1 '-biphenyl]-4-y!-5-chloro-N-cyciopentyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
amine; 
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6-[4-(benzyloxy)phenyl]-5-chioro-N-isopropyl[1,2 5 4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-ch[oro-N-[(2,2-dichiorocyclopropyl)methyt]-6-(3,4,5- 
trimethoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

N-cyclopentyl-6-(2-fiuorophenyl)-5-hydrazino[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5- chloro-N-ethyl-6-(2-methylphenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-amine; 

6- (4-tert-butylphenyl)-5-chloro-N-isopropyl[1,2,4]triazolo[1 > 5-a3pyrimidin-7- 
amine; 

5-chloro-6-[2,6-difluoro-4-[(3-methyl-2-butenyl)oxy]phenyl]-N-(2,2 J 2-trifluoro-1- 
methylethyl)-l[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-[2,6-difiuoro-4-(1-propenyloxy)phenyl]-N-(2,2,2-trifluoro-1- 
methylethyl)-l[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-(3-tricyc!o[2.2.1.0 2,6 ]hept-1-yl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-azido-7-cyclohexyl-6-(2-fiuoro-6-chlorophenyl) [1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-azido-6-[2-chloro-6-fluorophenyl]-7-(4-methyl-1- 
piperidinyi)[1 ,2,43triazolo[1 ,5-a]pyrimidine; 
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2,5-dichloro-7-(4-methyl-1-piperidinyl)-6-[2-ch!oro-6- 

fluorophenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine or a pharmaceutically acceptable 
salt thereof is administered. 
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